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(57) Abstract 

Novel quinoline derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and pharmaceutically acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of tumors, wherein K x and R 2 represent each H or C M alkyl, or R| and R 2 together form C x .y alkylene; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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SBTCplatelet-derived growth factor, J2TFPDGF £ B§-3~) tt^f©JS!cSH : F*<fi 
SttfMW***: LTfctK *-e*>PDCFtt3fc»ttlB8a»tJBH? <!: LT*fflfl&©Jt$I - 
^blHtiSlcMt»oTl^Ci*<ft]^nT^-5(Cell, 46, 155 0 986)) « L*Ltt*< 

mmmm.M&ffi*'<4'<xj&im&<!>?m^ hup; ^^i-o^^ai 

-ooa*i LT> I^DGF^©tft^{Ci:!9^{c*>^-5|ffll!a©m^m^«I 
ftiLfcWfG^£ftTl^(J.Exp.Med..l75 ,1413(1992))*^ ttPDGFtfcfctf* > 
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&-r<5^os/>*^ - -tra^^b-r 5 c t h nt ^ s 0 c ©gg&f- u > 

fcWlWiti:^$nt^ -5 (Cancer Research, 54 ,6106(1994) > Proc. Natl. Acad. 
Sci.USA..92.2558(1995)) 0 !cl±<DZtfr^ PDGFSgttSB U >»{bffl**J*< 

ft*&fteDPDGFg§#gBU >1MUB«W£LTI;U 0>J*.l*s 3-7'J-;MV 
'J>iiLT. J. Med. Chem. , 37, 2627(1994), J. Med. Chem. , 37, 2129(1994) . *5«fc 
^#^¥6-507643^^ 3-7 'J -;M^ U >S£ lT> Cancer Research. 
54.6106(1994) *5J;tf4-e'j v^-2- 7V-Jlt°V S 5>>»iLT^ Proc.Natl. 
Acad. Sci. USA. , 92, 2558(1995) tftil btlT^So 

LfcfllifrMU ^oPDCF^S(*eBU>K'fb©Pfi*^«-W1-5^b^(i. * 
4fc* ft*^©*y y>B*tt£LTttx #&¥l-2 4 6 2 6 3-5f&fg£ 
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!EiE£tlTl*-5 {4- [ (7-?nn-4-*y 7 

£fc> 4-7'J-/l/*y 'J >JC|||1-^fcOiLT. J. Med. Chem. , 14, 1060(1971) 
. Acta Chim. Hung., 112 ,241(1983), #&Bg6 3-5 1 3 7 5 ^£18, K-f 7 
#ift&3 1 0 1 5 4 4-t> - 2 4 6 2 6 3^&f8, #Pf^3 9 3 6 4 

fB^StlTfct). PDGFggftgB'J >^bPI*^ffl{c^-r-5«^{i^^ 0 

& *j o §a * 
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{x?;tK R 1 fc < ko'R 2 (i^iJirH, C ± -C g 7;U*;UT***\ 

1 VWCHOii^ 

(a) X(iO^^{iSlr*Dx Qii> 

5£ (II) : 




1 -C 5 7)l^JK C 1 -C 4 7;U3 + '>*fctiC 2 -C 4 7^UTfcS] 
a; (III ) : 
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*)W C 1 -C 4 7;b3 + ->-e*t>> Z(i|5]B#ic^^(ifiSiJlcN^/;(iCH 
5£ (IV) : 




;U4- ;l/ £ ti (i C 2 - C 4 T & -5 ] £ ft 5 S T? £> *) . 
(b) XtiO. S£fcldCH 2 -e*»K QfcU 
i£ (V) : 



R 5 Rs 




K4 I ^ j «fc k I* WJlc 0 £ tz It 1 V) N r Mgij^ HlfcliC, - 

5 1 

(Cg-C 10 ) 7^+;k 7x-;k ±7 

f-;k 7'J;k ^x-;k 'OV-Ok I^>v'-f;HtliC 2 -C 4 7->;b 

CW»H^b«W*ft5t>9 lfi©^f-nIi^WLT^Tt>J:^5-*fctt6- 



WO 97/17329 



6 



PCT/JP96/03229 



3Rtt (C 3 -c 10 ) 7;u*;k c 1 -c 4 7>'U3 + -> s c 1 -c 4 7;u=j+-> 

*7;l/#.=Jk C 1 -C 5 7">>'k C 1 -C 5 7i/o^->. C 1 - C g 7 Jl* 1/ y 

C 1 -C 4 7Jl*k7 i J. V- (C 1 -C 4 7^*^U) 7SA 
C0 2 H, CONH^ N- (C 1 -C 4 7^+>'U) 7^ h\ N, N->>- 
(C 1 -C 4 7Jl*Jl>) 7; H\ C 2 -C 4 7;U+;U7i F\ HJ7JM"oy^ 
;k C -C 4 7^+;bf-^. 7xi;K i^7x-;k 7x7+a ffi&7^ 
y*>\ 7x-;l/f^ SSl^i-^^^x 7x-;b (C x - c 4 7^+;u) > 
1^7xz;l, (C 1 -C 4 7^4-;U) ^ t°U v>;k f^-^k f'J $ >=-Jk 
e y t'a U y s>-;k £^5 ->*-;k I?'*? v^;k 

*;u*'j-;k *yiMk *^/y-;k 'O'/'Ok RSfc'OV'f 
C 2 -C 4 7->^^tR^ti51~5<iOg^S^WLT^TfcJ;<> Btt. 
0. S. NH> NCN. NRg^fcteNORg C:^ R 6 ti C j - C 5 7JU 

« (V) : 




R 5 Rs 
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Wx X, Q N R gN R 3 ' x R 4 , R 5 . R gv Y, Z x A, B, m> j &<fctf 

*9!IBrtFi;: is v z Tf 2© ggiS(ix mtm-cmt t t us K> -e & % 0 

^o^> : ? an % 7y^n x 3- K ; 

C 1 ~ C 5 7Jl * Jl : * ^ ;U > 3-*>W ?v t'JK 4 V~fu t'JK -f+JW 4 
t ; 

i/9u^*i/jl^ ->^n^f-;K >>?n;*-?^;k 7?^>*)l ; 
C j -C ^T)l^*i/il)l#— )l : y. h + ->/7^«K— ;K x(> + ->^;Uf-^ 

C 1 -C 3 T^+U>> ? ^+> : j*f-l/>5M-*S/ N xf- 1/ 

C x -C 4 T^n + f> : y xh + ->, ^n#+>> >fV/n#*v/x 

C 2 - C 4 T : 7-fef-;k 7n b" 7* U >>U ; 

C 1 -C 4 7JV*Jl7iJ : *1-)I7IJ, x^;b7$y> 7*Dt°;U7$y. 
•<V^Db';l/7; y, yf-;l/7^y. -fv^7;y, s-yw;;, t 
-71-Jl<7iJ ; 

V- (C 1 -c 4 7^*;b) 7^y : : J*=f-A,7ZJ* >>x^;U7Sy x s?-? 
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C 2 ~ C 4 7)l * )lT 5 K : T-tr h7i h\ ^Db't>7; H\ 7^5 5 K ; 
C j -C 4 7^*;l/*-* : x*;Uf-;i\ yat°;U^^ N -fvT'n 

7* Jit*** -fV^W. s-7^U:M\ t -7> ; 
Sil7x-;U: CN, N0 2 . OH. NH 2> />a^>, Cj-C^-Mr^k 
iBttfc (C 3~ C l o ) 7;U * ;l ^ C 1 -C 4 7;l/34->'x C j - C 4 7;l/34-'> 

#ju*x;k c ]L -c 3 7;u+u>^+^ C j - c 4 7;U*;U7 $ y > 
;k C 1 -c 4 7^+;i'f-* N 7x-;k 7x;*a 7x^;i/ft, 7x-;b 

(C 1 ~ C tJ )X/ * )V) - '<> , /-f^*fc{iC 2 -C 4 7->;KOrti3^t>Wfn« 
gg|7xy^i/ : CN. NO r OH, NHg, ^o>f >\ C 1 -C 4 7;Mr 

;k 31ft (c 3~ c i 7;U+;l/ - c 1 -c 4 7;m+-> > C x -C 4 T)l=i 
C x -C 3 7;U*U>v?*4-'> N C 1 -C 4 7>'U+;!/7^y N 

v?-(c 1 -c 4 7;i/*;i/) 7i; % c 2 -c 4 7^+;U7 $ h\ h'j7;^py 

f^k C 1 -C 4 7>fl/+^^> 7x-;k 7x/ + -> > 7x^Wt, 7x- 
;U (C 1 -C 4 7^*;U) » K>>/>f;l/^A:liC 2 -C 4 7v/^©^t>S^ 
£3<l£T©gl£«fcoTB&3*lT^£7xy*v/g ; 

II1II7 : CN S N0 2> OH> NH 2% A Q y>, C x ~0 ^TJl 

*/k Mt£ ( C 3 ~ c 1 0 ) 7 ^*^ C 1 -C 4 7;Un+>x C 1 -C 4 7^ 
3*S//7 4/^-;K c 1 -c 3 7;i/+p>v?^-+^x c x -C 4 7^+;U7^ 
V s - (C 1 -C 4 7J\<*)1) 7$ A C 2 -C 4 7;U+^7^ K> h'j7;U;*o 

y-^;k Cj-c^H^f^ 7xz;k 7x;+a 7x-Wv 7* 
(C 1 -c 4 7>»u+;i') >, ^>V^;u^7t{iC 2 -C 4 7'>;ucD4'^t>S{f 

ggi^>y-r;u : cn. no„ x oh n nh„, ad^>, c 1 -c , tji* 
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y*;k c 1 - c 4 7>»i/+^f-jj-^ 7x— ;k 7x^a 7x^f^ 7^ 
(C 1 -c 4 7;i/+;i^) ^ ^O^^fciiC 2 -c 4 7->;uoit 1 ^'i3l{f 

ttztevU-OWt^ 77^» N U>«. y^i> 

¥L&x ;<*>x;U*>g^ p - F > x >K4" <b'Of iti O 
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T&f&t h C <fcri*T'£ S 0 #J*.li\ Org. Synth. Col. Vol. 3. 272(1955), Acta Chim. 
Hung. ,112, 241 (1983) <>f Offi«©^tt*<* 3 0 OT©H*6WTfigffl t TV > £ £ 
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ci^T^So mA.tf, >bfr%im. *&®<tm, nm, 150 m^m^i 1 9 




1 ^ (I) tK Qa<3; (ii) , 3; (in ) afcteg (IV) Ti7f;£tizm& 

a. X*<OT£>£fl:&$J©&Jl£: 

b. X^ST-**fb£t!©&SK : 

y i 5 C i ct o TSSlxgt * c £ *< X- $ 5 0 

2 3 (I) ft, Qfr'g (V) [g (V) ft, jfcckCEkd^ktcQT'&g,] 



WO 97/17329 PCT/JP96/03229 

3 3 

Chem.Soc. . Chem. Commun. , 1157(1993). Synlett. 1157(1994)) fcfEig£ftT^£;U 
(III) h 'J 7;^D^^ htfcli^ yf^l/h^A (UDb^yjit 

d jf ? y x ^ - h ) o#^ETx 7 U - f )l • ? 7 7 7 7 •> ;HbRJ&£fT<£ 1 \ 

~2 0 0V<Dmm. 0£ L< (31 3 0-1 8 OrolofflfcTft^^ttaSfc 

1 #~ 5 B#Rlk $?£ L < ti 1 0#~ 1 ITOftffl Cl <h ic«k ^ gift 




[5$# N a. R r R 2 feJ:OfWli«Eifi©3£»iH«r-*5, Elijftfctg (ft 
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b. XifiSV&Z4t&fa<D&J&: 
0R(*x £it*(0rg.Syn., 51. 139(1971)) IZm^TfO^mz. «k 9 7 7 

(fiJ;L<i\ 2 0 0-3 0 0^) tZ>Z.t\z£t)Mm£timA i &&LtzS-T>)- 

N->?>^;U^;UA7^ K) 4\ 7j^b^hU9A££&K&g8 0~15 0 D C 



X*<CH 2 T*^^ (I) -Q7$i%tlZft&to\U t> h 7 -a Cutler) J. Am. 
Chem. Soc. Jl_, 3375(1949) K:Sa*©2r&£3flJffl LT^ig-f -5 - £ *<Tf & 5 0 c 

m^tefumm mm, h;ux» <k 4-7*0^7^-^7 
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JBMttfk mmmmm fc^LTi~2o*M«« 

4- (4-yn^>^) *y ^^ft^itS+^yU^^S- 
^So &^T\ Xf-f 1/ a K. Sti 1 le)£© J. Org. tten.. 4^.4634(1983) fcSBK® 

(0»J;Lli\ t*x (MJ7x^77^ » '<?'JQA (II) ?o>j K) #£T 




3 a (I) 43, (V) K (V) ft, BttO^0> jtel-Cfcfrfr 
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a. xtfOT*&zit&®<D&& : 

* fc* l§It£K k K □ * ->^m§l?x x T^Ucft L T 4 - 0 o □ * J 'J 
Ctlb©N-7;Mr^7S K#tt. ±l5©^rte«t»9S!iit1-SC:<i:^T'^-5o 
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X^CH 2 T'*5^ (I) T^£*l£ft£-$fl;U # h ^-(R. Cutler) £ ©J. Am. 
Chem. Soc. 3375(1949) Jc|H®0^(C J; o TSS^f £ C t i)<X' # 5 0 C © 

S&ftLfc'ife. KftSLx 4- (T^y^>v?;U) *y 'J>Bi»ft:*fcli4- (7 
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4 3 (I) fr, Qri<3; (V) K (V) ft> j is&Vktft&zl-C&Zl 

ANCO itztt • 

RiO v ^A w _h ^ RiO-^V^w 
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K«K A> R^ R 2> WfcJ;tfR(iE&©£^£™"e£<9> X(iO> S 

b. B*<ST*5fb£&©£j5fc: 
Brt<ST-fc5fb£«jl^ ilSfaHO^/fi^WI*^** LT^JSDO^Stw^lW V 




A. R 1% R 2 *J«kCJfWtiBE«fflJ©iil?I«"e*t)^ X(iO> St/c 
liCHg-efc-So] 

c. Brt<NCNT*£fb&$l©&Jj£ : 

B*<NCNT**ft^j|ti^ b> (H. J. Petersen) b©J.Med.Chem.,21. 

773(1978)lcSEK©^ttC J: -aTMi&r 5 ^ t*<-e* £o 
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(iCH 2 T^S 0 ] 

JJH1 -4 0^i*T-?#bti-S^y U >9l»»*-5^{i+^'/U >Bf##®4gtt. 
So 

in *mjxo<t&®}(Dm& 



WO 97/17329 PCT/JP96/03229 

4 2 



tf#fcn (flitf* Mrt8:5s flirtrtft^ OUMft^ 

ctit»o^s^j(i. a»ffl^t>nT^s«jg»k ffiafflk &£#k TtzR^Rk 

«fe»k ^Sk i*&«#Jtt^ffl^T«ttliJ:t)«!lfi-r*c:i:*<Ti*o 

£ttfifc«J+0. 5-5 0«fi%> ff£L<(i> l-2 0«*KSfltC** o 
fl*©*^KJBi:T*gftSE*n«^ 1-10 Omg/kg $?£ L 

< i*i~5 omg/kg wmommx-h*). b im*t.\-&mK.&\}xw* 
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n m m 

TfflRS©2. 6-^tKD+i/7-7^b> (96 1mg) *N, N->7f;b 
*;UA7 5 K (1 0 0ml) IcfcfrLfcSU 08»#y*A (1. 2 4 4 g) £Jo 
*£fil£T8l#Lfco 3 Otf&v^^HSg (1. 14ml)^,<>)iTL 

v^7 7>f-l:<fc!3f|!!!U ^Oft^^ 3 0 7mg N JR$ 2 9 %Ti§rt: 0 
1 H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 8 9 (s, 3 H) , 

7. 0 0-7. 18 (m, 4H) . 7. 5 3-7. 7 0 (m, 2 H) 
Mfc£*rffi[ (FD-MS, m/z) : 174 (M + ) 

(12) 

4-*od-6, 7->M "j> (7 5mg) iSWt« 1 Tflffc 6 - 

y ^y-2-7-7h-;l/ (174mg) fcS&U 1 8 0X3+3 0#lffl*#L 
fc8U ®6il^tt€r^+*>/T-bh> (2/1) -eBH"rs«B->U*7Y;l/* 
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1 H-NMR (CDC 1 g, 90 MHz) : 6 3. 96 (s, 3H), 4. 0 
7 (s, 3H), 4. 08 (s. 3H), 6. 53 (d, J = 5. 71Hz, 1 
H) . 7. 18-7. 36 (m, 3H), 7. 56-7. 91 (m, 5 H) , 8. 
50 (br, 1H) 

Il^tlrl (FD-MS, m/z) :36 1 (M + ) 



6, h*->-4- (2-^7^;M-*» *y 'J> (10) 

4-? on- 6, 7-5** b**>*/ U > (4 5mg) <tmfl&i£©/S -^7 h 
-Jl (14 4mg) £jl£U 18 0W2B*H!*#LfcSU &Mm2 tmk® 

1 H-NMR (CDC 1 3 , 90MHz) :<54. 05 (s, 3 H) . 4. 0 
6 (s, 3H), 6. 52 (d, J = 5. 28Hz. 1 H) , 7. 27-7. 6 
1 (m, 6H), 7. 7 5-8. 0 0 (m, 3H), 8. 5 0 (br, 1 H) 

®«##HI (FD-MS, m/z) :33 1 (M + ) 

6, 7-v>V b*->-4- (7-^ ht->-2-t7fW'» ** 9 > 
(1 3) 

4-.? do -6, 7-S*y Y*i/*J x )y (8 9mg) imiRS© 7 - / 
«>-2-t7h-;l/ (2 0 9mg) £«£U 1 8 0t#3 0#R38I#L*:&> 
H»«2i|iI»©liftlcJ;oTfl||!IL^ »lk^5 9mg^ K$4 1« 

1 H-NMR (CDC 1 0 , 9 0MHz) : 8 3. 92 (s, 3 H) , 4. 0 
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5 (s, 3H), 4. 07 (s, 3H), 6. 54 (d, J = 5. 49Hz, 1 
H) , 7. 10-7. 2 4 (m, 3 H) , 7. 4 9-7. 91 (m, 5H) , 8. 
4 9 (d, J =5. 4 9. 1 H) 
SC*##HI (FD-MS, m/z) :36 1 (M + ) 

mmms (##00 

mm&Ol, 5-v?tKn+v/t7^l/>«U H»J1 iPI^O^-e 
£fifcfc*tf**!l!Lfco JW2 8% 0 

1 H-NMR (CDC I 9 0MHz) : 6 4. 0 0 (s, 3 H) . 6. 7 
9-6. 89 (m. 2H) , 7. 3 0-7. 4 8 (m. 2 H) , 7. 69-7. 
9 0 (m, 2H) 
Wmftftm (FD-MS, m/z) : 174 (M + ) 

(1 1) 

4-?no-6, 7-^h*WJ>(85mg) «hHJfi^J5T'^5 - 
;* h*i^-l-^7h-* (6 7mg) *fi£U 1 8 0t*2 0^»Lfc 

1 H-NMR (CDC 1 3 , 90MHz) : 6 4. 0 4 (s, 3 H) , 4. 0 
8 (s, 6H), 6. 31 (d, J = 5. 27Hz, 1 H) , 6. 83-6. 9 
2 (m, 1H) , 7. 3 4-7. 61 (m, 4H) , 7. 7 5 (s, 1H) , 
8. 2 0-8. 2 9 (s, 1H) , 8. 43 (brs, 1 H) 
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MbWHt (FD-MS. m/z) :36 1 (M ) 

6, h4->-4- (4->T>K'J;M-*'» 'J > (1 7) 

4-^nD-6, h + >+y U > (11 2mg) irfJ^© 4 - t K 

o*v/>T>K-;U (2 0 0mg) £jg&U 18 0W3 0»U o 

ite?oD*;Ui>/#$xf-;u (3X1) ^SMI**ii*>'J h*' 

1 H-NMR (CDC 1 3 . 90 MHz) : 5 3. 9 5 (s, 3H), 3. 9 
6 (s, 3H), 6. 08~6. 13 (m, 1 H) , 6. 35 (d, J=5. 2 
8Hz. 1H). 6. 83-6. 93 (m, 1 H) . 7. 29-7. 45 (m. 
5H), 7. 62 (s, 1H), 8. 40 (d, J = 5. 05Hz, 1 H) 

nm&ftm (fd-ms. m/z) =320 (m + ) 

HJfefll8 

6, 7-^h^>-4 - (3, 4-^ h^->7^y^» *y »J > (8) 
4-*qd-6, 7-'^y hm;'J> (9 0mg) <kr1j||£,S©3. 4-S* 
y h+->7*y-^ (18 7mg) £}1&U 1 8 0*0*3 05H8HI#Lfc8U 

U ^S©<L&$l£2 6mg> JR^l 9%T^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 7 (s, 3 H) , 
3. 93 (s, 3H), 4. 05 (s, 3H) , 4. 06 (s, 3H), 6. 4 
5 (d, J = 4. 9Hz, 1H), 6. 75 (dd, J=2. 4Hz, 9. 2H 
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z, 1H), 6. 75 (d. J=2. 4Hz. 1H) , 6. 93 (d, J = 
9. 2 Hz. 1H) , 7. 4 2 (s, 1 H) , 7. 5 7 (s, 1 H) , 8. 4 8 
(d. J = 4. 9Hz, 1H) 
K*##HI (FD-MS, m/z) :34 1 (M + ) 

6, 7-v?> h*->-4- (6-*/ 'J;M-*vQ *y 'J> (1 5) 

4-* no- 6. 7-PV h + U > (9 Omg) irUK£©6 - b Kn 

u > (i 7 6m g ) *«fflu h»J8 tmm<Dim m c&&i3±&m 

•t^ZtK^m^Oit^H^Q 2mg N JR*4 6%T?»fc 0 

1 H-NMR (CDC 1 3> 5 0 0MHz) : <5 4. 0 5 (s, 3 H) , 
4. 06 (s, 3H), 6. 56 (d, J=5. 5Hz, 1 H) , 7. 44- 
7. 6 2 (m, 5H) , 8. 1 3 (d, J =8. 5 Hz, 1H) , 8. 2 2 (d, 
J =9. 2 Hz, 1H) , 8. 5 3 (d, J =4. 9 Hz, 1 H) . 8. 9 4 

(d, J = 4. 3Hz, 1H) 

©S#tFHS (FD-MS, m/z) :3 32 (M + ) 

0 

6. 7-vM h*->-4- (3-7;l/tD7x^-» *y 'J > (4) 

4-*do-6, 7-vJyh + «>+yj> (lOOrag) tmHRiS© 3 - "7;l/ 
tD7x;-;K0. 2 0ml) £&&U 1 8 0W3 0 L SJB 
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1 H-NMR (CDC1 3> 500 MHz) : <5 4. 04 (s, 3H) , 

4. 0 6 (s, 3H) , 6. 5 6 (d, J = 4. 9 Hz, 1 H) . 6. 9 3 (d, 

J=9. 2Hz, 1H), 6. 95-7. 05 (m, 2H), 7. 39~7. 4 

5 (m, 1H) , 7. 47 (s, 1 H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 

3t«##HI (FD-MS, m/z) :29 9 (M + ) 

mmmi 

6. 7-if*h*i/-4- (3-b Ko^->7x;^y) 'J > (5) 
4-?no-6, l-i?* b*is*J V> (3 0 0mg) £ rfrflSiS© b V*^'> 
>*y74rx-h (0. 8 3 5ml) *fi£U 180W30^r»Lfco 

3 7 m g N J»9 KTflfcfco 
* H-NMR (CDClg, 5 0 0MHz) :<54. 01 (s, 3H) , 
4. 02 (s, 3H), 6. 48 (t, J = 2. 4Hz, 1 H) , 6. 59 (d, 
J=5. 5Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 7. 3Hz. 1 H) 
. 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz, 1H). 7. 39 (s, 1 H) , 7. 47 (s, 1 H) , 8. 40 
(d, J = 5. 5Hz. 1H) 

(FD-MS, m/z) :29 7 (M + ) 
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mmm i 2 

6, 7-jfjf h^>-4- (4-to^7 x.J *J M > (7) 
4-?od-6. h + WJ> (1. 0 0 g) £rfjflRiS©4-'7n 

*7*;-jl (1 1 5mg) £g£U 1 8 0W4 0#fig«#L*:o 

7-f -KJ^flfiKU mm<Dit^m^l. 2 0 g, 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3 H) , 
4. 05 (s, 3H), 6. 48 (d, J = 4. 9Hz, 1 H) , 7. 08 (d, 
J = 8. 5Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 58 (d. J=8. 5Hz, 2H). 8. 51 (d, J = 4. 9Hz, 1 H) 

»»##flg (FD-MS, m/z) :3 5 9 (M + ) . 36 1 (M + + 2) 



mmmi3 

6, 7-SM h*S/-4- (2-^ h^>7x;tv>) *7 U > (1) 
4-^dd-6, 7-^^ h + i/+y U > (1 0 2mg) t rfflKft®2 -t Y 
*'>7*y-;U (0. 5ml) £fi£U 15 0W8B$RSHf#Lfc o RlSfi^ 

"CJBSBt * •> 'J a 5 A * n t h r 5 7 < - c «k f) fflfSI U ^S® *t£$i£ 
7 6mg, JR^5 4%T^o 
1 H-NMR (CDC 1 o. 9 0MHz) : 5 3. 78 (s, 3 H) . 4. 0 
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5 (s, 3H) , 4. 0 5 (s. 3H) . 6. 3 1 (d, J = 5. 3 Hz, 1 H) 

. 6. 9-7. 4 (m. 4H) . 7. 4 2 (s, 1H) . 7. 6 3 (s. 1H) . 
8. 4 5 (d, J =5. 3Hz, 1 H) 
MM&fm (FAB-MS. m/z) :3 12 (M + +l) 

6, 7-*Jjt h**>-4- (3-/- H^->7x^» *j u > (2) 
4-^dd-6, 7-v>/- h*i>+y »J> (10 3mg) irfJl&S© 3 -/ b 
+ i^7xy-;K158rag) *«£U 1 6 0 W 9 L ^ 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 8 2 (s. 3 H) , 4. 0 
4 (s, 3H) , 4. 0 5 (s, 3H) , 6. 5 3 (d, J =5. 3 Hz. 1 H) 
. 6. 7~6. 9 (m, 3H), 7. 35 (t, J=7. 0Hz, 1 H) , 7. 
43 (s, 1H), 7. 54 (s. 1 H) . 8. 50 (d, J = 5. 3Hz, 1 
H) 

MM#tfflI (FD-MS, m/z) :311 (M + ) 



mmmi 5 

6, 7-vM h^^-4- (4-^ hti/7x;4-» *7 U > (3) 
4-*np-6, 7-v^ Y* : s*J 'J> (1 03mg) tmiRiS,© 4 h 
*S/7xy-;U (2 8 6mg) £&&U 1 5 0T4»6l$RaiK#L*: o SJt>S^ 
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f - ;U-eg§at S '> y * 7 A ^ a ^ h ^7 7 - «fc t) 3RIJS! u 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 3. 8 5 (s, 3 H) , 4. 0 
5 (s, 3H), 4. 05 (s, 3H), 6. 41 (d, J = 5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H) . 7. 14 (d, J = 9. 5Hz, 2 
H) , 7. 43 (s, 1H) , 7. 5 8 (s, 1 H) , 8. 4 6 (d, J =5. 
3 Hz, 1H) 

Wmftftm (FAB-MS, m/z) :3 12(M + +1) 



nfomi 6 

6, 7-v>V Y*i/-A - (5-*y >j;m-*x) *y 'J > (1 4) 
4-^od-6, h + «>+y >J> (5 Omg) imBSS© 5 - t Kd 

»J> (5 Omg) £jg&U 1 7 0^*1 0#P B ™$Lfc o 

*LT»fcgaiE«r^**>/»Kxf-^ (1/1) T?JR§MU ®z*nn*;UA 
/*9J-)\, (5 0/1) TJRMtSWI^'MyA^o-qrh^^-f-jciD 

ns u mmoit&ifo* 4 7 m g „ urn 6 4 

1 H-NMR (CDC 1 3 , 9 OMH z) : 5 4. 0 6 (s, 3 H) , 4. 0 

7 (s. 3H), 6. 35 (d. J = 5. 3Hz, 1 H) , 7. 2-7. 5 (m, 

3H) , 7. 68 (s, 1H) , 7. 7-8. 4 (m, 3 H) , 8. 46 (d. 

J = 5. 3Hz, 1H), 8. 49 (dd, J = l. 76Hz, 4. 17Hz, 
1H) 
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K«#*rtt (FD-MS. m/z) :3 3 2 (M + ) 

6, 7 Hr->-4- (l-7-7Wty) 4^yj> (9) 
4-? no -6, h + v+y (97rag) t OTS© 1 -*7 h 

-A (340mg) £iI&U 1 5 0V^8^fmWltz o Kfcm&MZmiBi 

fcKSfc^+lf^/ftKxf-^ (3/1) ^Dn^W^;-^ 
(1 0 0/1) T*mm-Z>i/V-h>f)\<i]7l»9v? h?77< -tcJ;*)fl|«U 
M«w^*-*>/#»xf-;U (1/1) -eggBtsws^yay^nvh^? 

4 -IwioTSffilfttil-rsci-e. ^©*b&$l£5 7mg> !R$4 0%T'#fc o 
! H-NMR (CDC1 3 , 90 MHz) :<54. 05 (s. 3 H) , 4. 0 

5 (s, 3H) . 6. 32 (d, J = 5. 3Hz, 1 H) , 7. 2-7. 6 (m, 
5H) , 7. 74 (s, 1H) , 7. 8-8. 0 (m, 3 H) , 8. 3 5 (d, 

J = 5. 3Hz, 1H) 
WBWH* (FD-MS, m/z) :33 1 (M + ) 

mmmi8 

6, 1-*J* h*i/-4- (5— T> K'J;M-*'» U > (1 6) 

4-?dd-6, 7-^hWJ>(l. 0g) imHRS©5-kKD 

*5/>T>K-^(l. 19g) *»£U 15 0^*1. 5^faat^L^ 0 RJo 
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1 H-NMR (CDC 1 3 , 90MHz) :<54. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H), 6. 42 (d, J=5. 3Hz, 1 H) , 6. 5-6. 7 (m, 
1H), 6. 9-7. 6 (m, 5 H) , 7. 67 (s, 1 H) , 8. 44 (d, 
J =5. 3Hz, 1 H) , 8. 5 5 (br, 1 H) 

MBMHS (FD-MS. m/z) :3 20 (M + ) 

9 

4-?on-6, h*>*7 > (5 Omg) <fcmflRfi® 3 

v"04f>^-;b (7 7mg) *»£U 1 8 0°C* 3 0&mmWltz o MW. 

mi 8 tmmowimcziTffimu iioii:^7 2rag, jR$ioo%-e 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 3. 7 9 (s, 3 H) , 4. 0 
1 (s, 3H), 4. 03 (s. 3H), 6. 84 (d, J=4. 8Hz, 1 H) 
. 6. 9-7. 5 (m, 6H) . 8. 45 (d. J=5. 1Hz, 1 H) 
(FD-MS, m/z) :32 7 (M + ) 

196092 0 

6, 7-Vt 4- (4-/ h*'> 7 x -;!/?•;*•) * J 'J > (118) 

4-* no- 6, 7-vM Y* : s*J U > (5 Omg) £ffilRS®4-/ 



1 8 £E«©*frfc.fcoTllHttU MC*nn*4,AT*SS{fc*-*C£l::J:0£ 
M©ft&#f£8 0mg,JK$10 0%T'Wtz o 



-)l (6 3mg) £g£U 1 5 0W5#Rgit#LA:o H«J 
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1 H-NMR (CDC I 3 , 9 OMH z) : 6 3. 8 8 (s, 3 H) , 4. 0 
3 (s, 3H), 4. 05 (s, 3H), 6. 60 (d, J=4. 8Hz, 1 H) 
, 7. 15 (d. J =8. 7Hz, 2H), 7. 38 (s. 1H), 7. 39 

(s, 1H), 7. 52 (d. J = 8. 8Hz. 2H) 8. 39 (d, J=5. 
1Hz, 1H) 

fl^i(FD-MS, m/z) :3 2 7 (M + ) 

*MI2 1 <##«) 

»D®4-ya ; e7xy-;l/ (17. 3 g) «rN. N-i?yf^M7 5 
K (9 0ml) lc*j»L/!:^ *#T**ft* b U ^ (2. 6 4 g) £Jn*.fc 0 
^iSTKT— B&iftf^ J-DP^Wf^/X-r^ (8. 3 5ml) £Jn^ 

4cfif» v ^* •> »7 A TM6# L fco MJET^®* L Tft fcfta*^** >/T* 

fc*18. 2 5g> OT8 456T?»fco 

1 H-NMR (CDC I 3 . 9 0MHz) : 8 3. 4 6 (s, 3 H) , 5. 1 
3 (s, 2H), 6. 91 (d, J=9. 2Hz, 2 H) , 7. 38 (d, J = 
9. 2Hz, 2H) 

Mftflfl! (FD-MS, m/z) : 2 1 6 (M + ) ,218 (M + + 2) 
0H*fe0>J2 2 (#%W 

4- m - n — yf-jif- > — i — y HrWf-^xy-^u 

IUfe0!2 lT*?§rt:4-7nnr-l-y h + ^Wx;-^ (15. 9 9g) 
£&*f-h7t Kn77> (2 0ml) K*»U T^n'^HmTrUHSa©'? 
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^*->*At&* (i. 9 7g) ^jd;u ntavmomfoT t kd7?^ 

^ifiCio tzWx^\ fb7tKn77> (10ml) fcftflj LfcrfjRS© 
mitb 'J-n-WxX (2 3. 9 9 g) £tf>o < DiiBTFLfc, MS+4Nf 

? o o * ;U AJf £&7fcffit& v i/ »> AT'^i L fcSU «ET»tt«*"j- -5 C £ 
fcJ:*)aB©fb^»«:3 1. 3 9 g. JR*1 0 (WCWfco 

1 H-NMR (CDC1 3 . 9 0MHz) : 6 0. 8 0-1. 6 5 (m, 2 7 
H) , 3. 4 8 (s, 3H) , 5. 17 (s, 2H) , 6. 9 1-7. 4 2 (m, 
4H) 

WHMJNI (FD-MS. m/z) :4 2 8 (M + +l) 



HJfcW2 3 

4-bKot->7x-;l/ 4 - h 'J 7Md^ ;l/ »h> 

Y 'J-n-y^f->-l h + y^f^7xy-;l. 
(1. 2 8 2g) £r|ilRS0 4- (hij7Wnyfj|/) K>^;^diJK 
(6 2 6mg) ^^ddW (5ml) mflfcn D D ©fcfX (hU7i- 

» /n°7^-7A (II) ?o<J K (8mg) £A*U 5B#R3iI8feL*:o 

foWBk^y * i"yi* v&m L /Co «ET*«B*&fc© £ tLfcg|» ( 1 . 0 2 8 
g) ^ff«7tFD77> (2ml) tK (5ml) <b6N^7K/# 

« (12ml) £So;lT4. 5B#MMftLfco RlS«Att*ISild^fc^ h •> 

*«ftij=.-f ^T?^au i-x^«*M*aai"7^**>'>ATia»» % &ee 



WO 97/17329 



56 



PCT/JP96/03229 



MbMJHt (FD-MS, m/z) :2 6 6 (M + ) 

^ (4-m7^toyf^7x^) {4- [(6, 7-^h^-4-t 

4-?na-6, U> (8 1mg) iHJ6^J2 3T'?#^4 

*»£U 18 0«C+2 0^MatfliLfcftx REfi^*^** >/7«fe h > 
(2/1) TS^-9 u ^^)ii>U*y>'l/^nvh^57^~{cJ:0fl^L. ^jg© 
9 8 m g N 1R$ 6 0 %Ti#jt 0 
X H-NMR (CDC I 3> 5 0 0MHz) : 5 4. 03 (s, 3 H) , 4. 
06 (s, 3H) , 6. 68 (d, J=4. 9Hz, 1H), 7. 29 (d, J 
= 8. 5Hz. 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 7. 7 
8 (d, J = 7. 9Hz. 2H), 7. 91 (d, J=7. 9Hz, 2H) , 
7. 94 (d. J = 9. 2Hz, 2H) , 8. 59 (d, J=4. 9Hz, 1 H) 
li^firl (FD-MS, m/z) :453 (M + ) 

HJ6W2 5 (#%01) 

4-fc Kn^'>-7x^;l/ 4 -yf;l/7x_;l/ *r b > 
HJfe^J2 2T^4- h U-n-7^;l^>- 1 - / h*->^f^7xy-Jl. 
(1. 28 2 g) <hrtJiSn°04- IwM-^l^a 'J K (4 6 4mg) £?an* 
(5ml) IC&»?U m^nCfT. (h'j7x^X7^» /^S^A 

(II) ^o'J K (8mg) &A*U 8B$Rfla«EL^o £ftM&#!£IUfe0!l 2 3 <fc 
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Lfco «ET«rtie±ft»fc»it (9 6 7mg) *rh5kKo77> (0. 5 
ml) \z®MZl£* * (4ml) «!:6N46iteK»«[ (10ml) £fln*.T7B#HI 
MLfco RJE:iB^ft*l5»W2 3iEI«O^T»aL> «JBoffc^4»*2 7 
lmg, «$3 4«"effco 
M^WiS (FD-MS, m/z) :212 (M + ) 

HJS0J2 6 

{4- [(6, 7-^ h»->-4-t;'J^) 7x,;H (4-/ 

f^7xr;b) > (3 0) 

4-*no-6, 7-v?y h U > (8 9mg) <bHWJ2 5T»fc4 
-fc Ko + 2/7jl— ^ 4-/f*7xi* ^rh>(2 4 8mg) 
1 8 0 W i o 9fi8Bm t fcSL H»J 2 4 i l^©#i£Tl§ »*■ 5 C £ id «fc & . 
SHO-fb^Sl^ 118mg. JR^74 %T^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 45 (s, 3 H) . 4. 
03 (6, 3H), 4. 06 (s, 3H) f 6. 65 (d, J = 5. 5Hz, 1 
H) . 7. 27 (d, J = 8. 6Hz. 2H). 7. 30 (d, J=7. 9Hz, 
2H) , 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d. J = 7. 
9Hz, 2H) , 7. 9 1 (d, J = 8. 5Hz, 2H) , 8. 5 7 (d, J = 
4. 9Hz. 1H) 

(FD-MS. m/z) :3 9 9 (M + ) 

Htfe0J2 7 (#S*W) 

3-!>od7x-;1/ 4 -b Ka^->7xz;l/ »b> 
&ffiftl2 2T^fc4- h U - n - "f+A/f- 1 ^by * J -)\, 

(1. 2 8 2 g) irUi D D n ©3-^DD<>>//f;^D y K (5 2 5mg) 
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on*;bA (5 ml) izfeffil^ rfJjfiS© If* (h'J7x_WX7^ » /<5 
v^i* (II) ?n"JK(8mg) £AtU 7 L £o RltM&to*:$mm 

A-eiaHLfco «ET«*lffl*«»*:a« (l. 914g) ©F^ -« (1. 5 
6 3g) f h7tKo77> (1ml) fc&#3t!\ 7k (7ml) £6 

N«fflt**tt (17ml) *tiQ*.T8mm&ttlltz 0 KJ6fi£4&**i6fll 2 3 £ 
^<D2T8re*yiU «B©<fc&4&*3 1 3 m g. JR$2 2KT»fc 0 
M5MJHB (FD-MS, m/z) :2 32 (M + ) 

HU&0I2 8 

Q-^DD7x-i) {4- [(6, 7-'?y h*->-4— fry'JJlQ 

•>] y > (3D 

4-^od-6, 7-i^y U > (89mg) <hH«J2 7Tf^fc3 

-?no7x-;l/ 4-th'o + '>7x-;b * h > (2 7 9 m g) £fi£U 
1 8 0W2 0»«jWLfco 2fe»«2 4 i^tt0^ft-C«W!1-S C tick tK 
&®©{l:£%£6 7mg, iR^4 0%mfc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 5 (s, 3 H) , 4. 
01 (s, 3H), 6, 71 (d, J = 5. 5Hz. 1H) , 7. 31 (d. J 
= 8. 5Hz. 2H). 7. 51 (s. 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H). 8. 12 (s. 1 H) , 7. 3 7~8. 0 3. 
(m. 4H) 

nstimm cfd-ms. m/z) : 4 1 9 (m + ) 
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mm 2 9 

mH£n D n©- h o ^ ? > (5ml) 4\ rfnRS<07-V-;l/ (54 1mg) <t rfT 
BSS©4- t -yf;K>^j^D'J K (9 8 3mg) irfiKSOXrt 
A(III) h »J ?;M-u;i ^ >x;U**- b (4 92mg) £fln>U 6 0ti:t2 

£8 6 2mg. iR*6 496T»fc 0 
K«£tFHB (FD-MS. m/z) : 2 6 8 (M + ) 

HSfc0J3O 

4- t -^f;[/7x- ;U 4-hF'n^->7x-;l/ *rb> 

(8 6 2mg) £N. N-5M*;l>*;!/A7$ K (35ml) KfeML J-bV 
h + .>K (5 6 2mg) 7^=f >3rH»T3«pWa«ELfc 0 

7 94mg, W9 7rat„ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 36 (s, 9H), 
6. 92 (d. J=8. 5Hz, 2H) , 7. 49 (d. J = 8. 6Hz, 2 H) 
, 7. 72 (d, J = 7. 9Hz, 2H), 7. 79 (d, J=8. 5Hz, 2 
H) 

@S#tfr4i (FD-MS, m/z) :2 5 4 (M + ) 
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(4- t -7f-;U-7^-;lQ {4- [(6, h4-/-4-^; i J;b) 
a-^v] y^-M y 9 J > (3 2) 

4-*nn-6. b + S'*/ 'J > (3 4 lmg) iH^J3 OT'^fc 

4-t-^f;l/7xr.;l/ 4-kFo + ->7x-;b 7-h> (7 7 5mg) ^1 
£U 1 5 OWl 5#Ra$#Lfc 0 ^^>/7^b>rmmt iJYJl 

-emtio 

X H-NMR (CDC 1 3 . 500MHz) : 51. 38 (s, 9H), 4. 
04 (s. 3H) , 4. 06 (s. 3H), 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H), 7. 52 (d, J=8. 5Hz, 2 H) , 7. 78 (d, J = 
8. 6Hz, 2H). 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J = 4. 9Hz, 1H) 

HMftVrffii (FAB— MS, m/z) :44 2 (M + +l) 



mmm2 cmm) 

4-b"7x_;l/ 4-n4->7x-;l/ »h> 

mHSiS©- b o y * > (5 0ml) rK mKo^OT-V-^ (3. 244 g) 
tW&R&> 4 - 1 x >'/>f^n | JK (6. 5 0 0 g) £ ffilRS©>f •> f- 
;l/tT«7A (III) h 'j7May h (1. 8 6 1 g) £tm^ 

6 0 V 2 4 ftRflttft L *:<> Rfcfi£<ft** t^nn*M "e£ifi8U ?on 
*;UA«*^il«^/*->^ATl»L«ET^«*LT»y!:8ai (9. 8 
4 2g) ©-« (1. OOg) «R»K ^*-^>/7-bh>TJ85Hf SJ/'J*y 
;l/*5A^n^h^77>f-{ci:<3|fSSiU 3 0 0 m g x jRsg3 
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1 H-NMR (CDClg, 500 MHz) : 6 3. 90 (s, 3H), 6. 
98 (d, J =8. 5Hz, 2H), 7. 40 (t, 3=7. 3Hz, 1 H) , 
7. 48 (t, 3 = 7. 3Hz, 2 H) . 7. 65 (d, 3 = 7. 3Hz, 2 H) 
, 7. 76 (d, J=8. 6Hz, 2 H) , 7. 85 (d. J = 8. 5Hz, 2 
H) , 7. 8 7 (d, J =9. 2Hz, 2 H) 

mm&Vrm (ED-MS, m/z) :2 88 (M + ) 



n«fe^3 3 

H»J3 2-eli^4-t*7i-;l/ 4-yh*->7x-;l/ (267m 
g) £N, N-^>fA*;l/A7; K (2 0ml) IC&JBU ^MJOAf-*^ 
h + vK (1 6 2mg) Ztiux.^ T^^>1?BB^T3l^fffljBflELfco RJtJfi^te 
*1 0««;>lfe*»«[i»Kxf-^T5>ilU »«x*-;i,JI*0. SNQilttt* 

tSCilU^ £S<ZMb£4&£-2 07mg, JR* 8 2 9*T?f§fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 6. 9 1 (d, J =8. 5H 
z, 2H), 7. 43 (t. J = 7. 3Hz, 1 H) , 7. 52 (dd, J=7. 
3Hz, 7. 9Hz, 2H). 7. 70 (d, J = 8. 5Hz. 2 H) , 7. 7 
5 (d, J = 7. 9Hz. 2H) 7. 77 (d. J = 7. 9Hz. 2 H) . 7. 
83 (d, 3 = 7. 9Hz, 2H) 
@S#tfHI (FD-MS, m/z) : 2 7 4 (M + ) 
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{4- [(6, 7 h*->-4-*y 7i-^} (4-k* 
y > (3 3) 

4-? cm- 6, l-it* h+>+y U > (6 5mg) £|Ufe0J3 3"Cllfc4 
-k'7x-^ 4- t Kd+->7x-;U 'r h > (7 9mg) £il£-U 1 8 0 
t*3 0^r»Lfc o lJBS»^u*;^/^xf;b (1 0/1) T 

mmt mmisv * n-? v y?7 * -K^timmi, mm<Dit&®& 5 0 

mg> iR^3 7%T^o 

r H-NMR (CDClg, 90MHz) :<54. 11 (s. 3H), 4. 1 
4 (s, 3H), 6. 74 (d, J = 5. 3Hz, 1 H) , 7. 30~8. 09 
(m. 15H), 8. 65 (d. J=5. 3Hz, 1 H) 
n&fWrm (FAB-MS, m/z) :4 6 2 (M + ) 

m%L&<D-Yu/ *y (1 0ml) «K Wb^xx<07~ v-jI (1. 0 8 1 g) 
<trfil5D c &0 2-^7 h^f^DiJ K (1. 9 06 g) tmHSffiGK ff^h'^A 

(III ) h 'J7;M-o^*>*;M>*- h (6 2 0mg) £j&n*.s 6 OtfcTS 
#fflMftltz 0 Kfot&&til%:7kt? va*j\,2*-Cftm'&. ?va*JlJ*m*mfr 

^8 17mg, iR^3 l%T'f|fco 

X H-NMR (CDC 1 3 . 5 0 0MHz) : 6 3. 8 9 (s, 3H) , 6. 
98 (d, J = 9. 2Hz. 2H) , 7. 53 (t, J = 8. 6Hz, 1 H) , 
7. 58 (t. J = 9. 2Hz, 1H). 7. 86-7. 93 (m. 6 H) , 8. 
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2 1 (s, 1H) 
OTfeMJfli (FD-MS, m/z) :2 6 2 (M + ) 

HWJ3 6 (#%#D 

^»J3 5T=^4-> h + ->7x-;b 2-^7^;!/ ^h>(7 3 5mg) 
£N, N-S^fv/M-wl/AT* K (2 0ml) £81? U i-hVQJ**** h + 
•>K (491mg) £?jD;i N 7>l>=f>OT»T5lfrlHiI«ELfco Ri6»£tt*g 

Sfe^u 3 3 i mmojjmzft ~> rmmt z z t k. j; t> > 110^^5- 5 9 5 m g N 

1 H-NMR CCDClg, 500 MHz) : 6 6. 9 3 (d, J = 7. 6H 
z, 2H), 7. 61 (t, J=7. 0Hz, 1 H) , 7. 67 (t, J=7. 
3Hz, 1H), 7. 74 (d. J=8. 5Hz, 2H), 7. 78-7. 80 

Cm, 1H), 8. 02-8. 10 (m. 3H), 8. 2 5 (s. 1 H) 

KM&Vm (FD-MS, m/z) :248 (M + ) 

{4- [ (6, 7-SM h**>-4-*,/ 'J;IQ a-*S/] 7x-;b) (2— J- 
y > (3 4) 

4-?nn-6, Y*i/*J 'J > (11 2m g) <b||WJ3 6Tlifc 

4-bKn + ->7x-^ 2-^7^;U ^rh> (12 4mg) 18 
0^*3 0»BB«»Lfco KJ6S^*ISftKil*** h 'J *<Mc*tt£* nn 

«*»»6tlfcM (2 2 7mg) ®-g& (50mg) ttttK ^od^u/ 
HSfcx.*;!, (5/1) ■eHH-r*»ii>"J*y;U^D'7h^'77-f-fcJ:ijflmi 
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U M0<fc£to*l lmg. JR^2 3%VWZa 

1 H-NMR (CDC 1 g, 9 0MHz) : 8 4. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H), 6. 70 (d, J=5. 3Hz, 1H), 7. 35 (s, 1 H) 
. 7. 4 8-7. 9 0 (m. 5 H) , 7. 9 6-8. 0 5 (m. 6 H) , 8. 2 
9 (s, 1H) , 8. 60 (d, J = 5. 3Hz. 1 H) 

M&ftVrm (FAB-MS, m/z) :4 3 6 (M + +l) 

migffiO- hoy (10ml) <K miSffiOT-V-^ (1. 0 8 1 g) 
£7fJ|gS©2 -tV 'OU? o U K (1. 4 6 6 g) iffifRS©^ v f-;Hf* A 
(III) h y 7;l/to> h (6 2 0mg) fcjjn*^ 6 0tlcT8 

tK 9 6 5mg, JRs$4 4%T-*#*io 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 9 (s, 3 H) , 6. 
98 (d, J=8. 5Hz, 2H). 7. 16 (dd, J=3. 7Hz, 4. 9 
Hz, 1H). 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d. 5=4. 
9Hz, 1H), 7. 90 (d. J=8. 6Hz, 2 H) 

MbftFHt (FD-MS, m/z) :218 (M + ) 

^Jfe^3 9 

HJ60»J3 S-cntz4-/ h + i/7x-ib 2-f-x-;U (804rag) 
£N, N-^f***A7; K (3 0ml) fc»J*U 7-h'j7Aft^h + 
*>K (6 4 5mg) SrJta*.. 7;U=f ^fflmT5^i8«tLfco S£*I&$r£f| 
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*5A^07h/77^ -Tfti^-SCifCJ:^ gfifcffc^fcrfc 7 0 2m g> 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 6 6. 8 4 (b r s, 1 H) , 
6. 93 (d, J=8. 5Hz, 2H) , 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d. J = 3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H), 7. 83 (d. J=8. 5Hz. 2H) 

M##Tffi (FD-MS, m/z) :2 0 4 (M + ) 

HWJ4 0 

(4- [(6. 7-yn4->-4-4;'J;i/) t^->] 7x-M (2-7° 
y^/> (3 6) 

4-^do-6, 7 -it/ h + i/+y U > (1 1 2mg) iHWJ3 9Tifc 
4-fcFn+->7x^l/ 2-^x-;U ^rh> (102mg) 16 

o 4 o arm* l mxm&iB*9mm 2 At nm<oismxnm.t zzt 

l-<fc t> > JWo^^tt* 3 4 m iR^ 1 7 %T*#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3 H) . 4. 
07 (s. 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 20 (dd, 
J = 3. 7Hz. 4. 9Hz, 1H) , 7. 29 (d, J=8. 5Hz, 2H) , 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J = 3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d, J=8. 6H 
z, 2H) , 8. 58 (d, J=5. 5Hz, 1 H) 
Ufi##Hi! (FAB -MS, m/z) :3 92 (M + +l) 
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jgtf* 4 1 

(4-^dd7x^) {4- [(6, 
■>] 7x_;l/} y 9 J > (3 7) 

4-^ an- 6, 7 - v>V h + ">+/ 'j > (1 1 2mg) <!: mH5i£® 4 - ? a 
D7i-;b 4-tF'D + ->7i-Jl/ ^ h > (3 4 9mg) £*I&U 1 8 0 
W2 0^it^L^o atSfi^ft*^PD*^A/ft»if-^ (5/1) TPS 

X H-NMR (CDC 1 3 , 90MHz) : 54. 03 (s, 3H), 4. 0 
7 (s, 3H) . 6. 6 6 (d. J =5. 3Hz, 1 H) , 7. 19-7. 3 4 
(m, 2H) , 7. 4 4-7. 5 6 (m, 4 H) , 7. 7 1-7. 9 9 (m, 4 
H) . 8. 5 8 (d, J =5. 3Hz, 1 H) 

(FD-MS, m/z) :419 (M + ) 



IIWJ4 2 

(4-7;l/tD7x^l/) {4- [(6, 7-^ ht^4-t/'J^)j- 

7x-;l/} y^y > (3 8) 
4-? on- 6, Y*i/*J U > (1 1 2mg) irpjE n D D ©4-7;l/ 

tQ7x-;i/ 4-tKo+ < >7x-;l/ 7-h> (324mg) *I^Ls 17 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3 H) , 4. 

07 (s, 3H), 6. 65 (d, J = 5. 5Hz, 1H) , 7. 18 (d, J 

= 8. 5Hz, 1H), 7. 20 (d, J = 8. 5Hz, 1 H) . 7. 27 (s, 

1H), 7. 28 (s, 1H), 7. 47 (d, J = 8. 5Hz, 2 H) , 7. 
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86 (d, J = 8. 5Hz, 1H). 7. 88 (d. J=8. 5Hz, 1H) , 
7. 90 (d. J = 8. 5Hz. 2 H) , 8. 58 (d, J=4. 9Hz, 1 H) 
M3MJrH (FD-MS, m/z) :4 0 3 (M + ) 

196004 3 

{4- [(6, 7-ynt->-4-tyj;b)^->] 7z-;H (7^- 

Jto ^ ?y y (3 9) 

4-^od-6, 7~^h*WJ> (91mg) £rUIgo D n ©4 - b Kd 
+ ^>>/7x;> (2 4 3mg) *fi&U 1 8 0^*3 O&WffltltZo K 

mm&yizmmm z 1 1 mm<D%&-&am+& c t k <t t> > iso^^^ 3 8 

mg N JR^2 4%T^o 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 3 (s, 3 H) , 4. 0 
5 (s, 3H), 6. 66 (d, J=5. 3Hz, 1H), 7. 3 1-7. 99 
(m, 11H), 8. 57 (d. J = 5. 3Hz, 1 H) 
MbWHt (FD-MS, m/z) :38 5 (M + ) 

IUfefll4 4 (#%#]) 
3, 5-v>V h;Uj.> 
7-feh-hU;U (20 0ml) irmBRffiO^U^y-^ (5. 77g) 

>v^naai (8. 4 7mi) tmrnttvyA (12. 3g) Srtra*.-^ 

^y-y/wm^+Jis (5/1) ^MB^s^UtWi^^a? 07 h^7-f 
-"&mt 5Cil:J;^ «©Yb^ft* 5 . 0 4 g . JR« 2 «T»fc 0 
1 H-NMR (CDC 1 Q . 500 MHz) : <5 2. 30 (s, 3H), 
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3. 7 6 (s. 6H) , 6. 3 0 (s. 1H) , 6. 37 (s, 2 H) 
HWJ4 5 

m^T-byh Ko77> (10m I) fc^fcfll 4 4 3 . 
h;bx> (1. OOg) £i§J5?U ^5?fflmT-4 5 t C*mBS D n nCD2. 5M© 
n-T'f-^'J^^A— N+*>»tt (2. 9 0mi) £tJ0;LfcSU 30^im 
Lfco Mlc, rUISS.©4-y ' h*<>'<>V4Mv l ) K (1. 2 3 g) £7^7 
t Fd77> (1 0ml) tcyggPU -4 5TJ#Wo< O&n^fco l^RQSfi 

ifJb (5/1) TRBB"r-5'>U*y;l/*5A^avh^57^-T«f«l"r-5C 
fcK«fc!3> tlO{t^3 8 4mg, J«2 0%Tf#fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 4 0 (s, 3H) , 3. 
69 (s, 6H), 3. 85 (s, 3H), 6. 43 (s, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H) , 7. 82 (d. J=9. 2Hz, 2 H) 

Wtmttl-^y (10ml) {c^WJ4 5-e^2, 6-v?> h + >>-4- 
^f;l/7x^;l/ 4-^h+->7x-;b y h > (3 2 1 mg) £?gj$?U 
TOISa© h U rot^ > (349ml) < *9fln*.]t& N Sfl+T— ft 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 16 (s, 3H) , 6. 
16 (s, 2H), 6. 79 (d, J=8. 6Hz, 2 H) , 7. 56 (d, J 
= 8. 5Hz, 2H) 



(2, 6-^fc Kp^->-4-y^;U-7x^.>>U) {4- [(6, 7-'J/ 

»>-4-*yu;u) 7x^} y^y> (4 2) 

4-*uq-6. 7-/7 ^v'+yj^ (6 1mg) £HffiW4 6-ef|fc2, 

(lOOmg) ^i?xf l/>^iJn-;l/-;yf;l/x-H (0. 5ml) tzfeM 
1 7 0^*2 0#lffl«#Lfco SlC«^tt*iafDftlfc!k*^ h 'J £ ATkig 

(1 0 0/1) % > U # fJlsft 5A?D7 h "7 >f —tc 

<fct>*fS!!U ^Jg©ffc£#j£3 2mg N JR^2 7%"e^ 0 

1 H-NMR (DMSO. 500MHz) : 
62. 18 (s. 3H) , 3. 90 (s, 3H) , 3. 9 5 (s, 3H) , 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz, 1 H) , 

7. 3 2 (d, J =9. 2 Hz, 2H) , 7. 4 2 (s, 1 H) , 7. 4 3 (s, 
1H) , 7. 8 2 (d, J =8. 6Hz, 2H) , 

8. 54 (d, J=5. 5Hz, 1 H) 

Steffi (FD-MS, m/z) :432 (M + +l) 
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mm a 8 

6, 7-SM h*i/-4- (4--Fn7x;4-» 

4-^dd-6. h*^;'J> (1. 8 4 g) £rfT|Rfi©4--h 

□ 7x;-;K3. 42g) fefi-t^ 1 7 OTXT 5 0#fig»#Lfco m.U$T* 

1 H-NMR(CDC1 3 , 500 MHz) : 54. 01 (s. 3 H) , 
4. 06 (s, 3H), 6. 69 (d, J = 4. 9Hz, 1 H) , 7. 27 (d, 
J=9. 1Hz, 2H), 7. 37 (s, 1 H) , 7. 47 (s, 1H), 8. 
32 (d, J=9. 1Hz, 2H) , 8. 62 (d, J=4. 9Hz, 1 H) 

nmavm cfd-ms. m/z) : 326 cm + > 



6, h*->-4- (4-7;y7x/^r'» *y 'J > 

6, 7-v?> b + i/-4- (4--ho7x/ + i/) (1. OOg) 

*N. N-yH-)l*JM*T i V/Wk*-*)^ (3 0ml /15ml) IzfeMU 
1 096*IMb^y^i»-ft* (6 9mg) £fln*., tKS^H^T^&KT 1 7 

fc8t«R*IBIfc^ h 'J * A-CfciiLfco *EET*it9*U mMtoitis®* 7 9 9 
mgx IR^8 8%T*li7^o 

1 H-NMR (CD 3 OD > 5 0 0MHz) : 54. 00 (s, 3 H) , 
4. 00 (s, 3H) , 6. 47 (d, J = 5. 5Hz, 1 H) , 6. 82 (d, 
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J =8. 6Hz, 2H), 6. 96 (d, J =9. 2 Hz, 2H) , 7. 32 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
©ft##HI (FD-MS, m/z) :2 9 6 (M + ) 

f£Jfc0»J5O 

N- {4- [ (6, 7-^> Y*is-A-*; 'J-;b) 7x-;l/} - 

3 -b°Uv?> ft K (6 1) 

6, b*i/-4- (4-TS y^W* /) +yj > (5 7mg) £ 

rliHRn^C^rr^^ (3 7mg) £N, N- 'J/ ?-)V*)lA7 i K (2ml) 
»»Lfc^ l-i^;I/-3- (3* -y^f^7i;^nt°;l/) /^M^-r S 
K&flfcS (7 9mg) *Jpi x SfllcT5B#KHJI#Lfc 0 RJfcfi£4&J**£lt» 

U ^JS©ft&$j£4 7mg, JR^6 l%Tf§fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .64. 05 (s, 3H) , 4. 
06 (s, 3H) . 6. 49 (d. J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (dd, J=4. 9. 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J=9. 2Hz, 
1H), 8. 26 (d, J=8. 5Hz, 2 H) , 8. 49 (d, J=4. 9H 
z. 1H), 8. 79 (d, J=3. 7Hz, 1 H) . 9. 13 (s, 1 H) 

©ftfrtfrffi (FD-MS, m/z) :401 (M + ) 
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mmms i 

N- {4- [ (6, h*->-4-*y 'J-JIO *-frS/j - 

(3, ^->7x^) K (6 2) 

6, 7-^K'>-4- (4-7U7x; + y) +yj > (5 6mg) £ 
T£B£d d d®3, h*->£JM» (6 Omg) £N, N- if* *j\,b)lAT 

i K (2ml) fcSfflU l-x^;U-3- (3* - v>V =f-)lT S J fa t'Jl) 

tiWM i mm& (8 img) «n;u m&izx2 2%mmnLtzo sum 

(1 0/1) ^SH-fSS'yrtYA^Z^nv h^^-K^fi^U * 
®<ZHI:&$l£7mg. Jjx^8%-e^o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 7 (s, 3 H) , 3. 
87 (s. 3H), 4. 06 (s. 3H). 4. 07 (s, 3H), 6. 48 

(d, J=5. 5Hz, 1H). 6. 63 (d. J=8. 5Hz, 2H), 7. 
18 (d, J = 9. 2Hz, 2H). 7. 34 (in, 2H) , 7. 43 (s. 1 
H) , 7. 55 (s, 1H). 7. 57 (s, 1 H) , 7. 76 (d. J=8. 
6Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 

mSAmm (FD-MS. m/z) :4 6 0 (M + ) 

N — {4- [ (6, 7-vV h*->-4-*y 'J-^) 7x^1/} - 

q^^-»>j!7/U»K4"»; K (6 3) 

6, 7 -i?/ h^-4- (4-7;;7x; + -» *>"j> (5 2mg) t 
rfIKDnO'>^n^+-y->^;U^>K (4 6rag) £N, N-'J/f-JlfrfrAT Z 
K (2ml) CifflWU (3* —-JJf'A'T I J ~fu k°j|/) £ 
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5 h'&mm (8 4mg) ZMiL. MSfcT 2 2NrPfflKff LfcSL Hlfe^J 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 1. 3 0 (m, 2H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2H), 1. 9 7 
(m, 2H) , 2. 2 6 (m, 1 H) , 4. 0 5 (s, 3 H) , 4. 0 5 (s. 
3H), 6. 43 (d, J = 5. 5Hz, 1 H) . 7. 14 (d, J = 8. 5H 
z, 2H) , 7. 3 6 (s, 1H) , 7. 4 2 (s, 1 H) . 7. 5 5 (s, 1 
H) , 7. 63 (d, J = 8. 5Hz, 2H) . 8. 47 (d, J = 5. 5Hz, 
1H) 

Il^I (FD-MS, m/z) :4 0 6 (M + ) 

n»j5 3 

N- {4- [ (6, 1-*J* h*i/-4-*S 7x-;b) - 

2-77>ajbaK4-fr5 K (6 4) 

6, 7-^>h*J/-4- (4-7 5 7 7x7 *y y > (5 5mg) £ 
rfJBR D c £©2-77>7>^>K (3 2mg) £N, N-^fMW; K 
(2ml) tejffl»u (3' -^wsyyo^) rt;U 

5 KttBfeg (9 lmg) «rjn^ 2l$ra«#LfcgU Hife^l5 

1 H-NMR (CDC 1 g, 500 MHz) : 4. 04 (s. 3H), 
4. 0 5 (s, 3H) , 6. 4 9 (d, J =4. 9 Hz, 1 H) , 6. 5 7 (d 
d, J=l. 8. 8. 7Hz, 1H). 7. 20 (d, J=8. 6Hz, 2H), 
7. 2 8 (d, J =7. 9 Hz, 1H) , 7. 4 2 (s, 1 H) , 7. 5 1 (s, 
1H) , 7. 5 6 (s, 1H) . 7. 7 7 (d, J = 9. 2 Hz, 2H) , 8. 
35 (s, 1H) , 8. 49 (d, J=5. 5Hz, 1 H) 
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ftft##Hit (FD-MS, m/z) :3 9 0 (M + ) 

mmm5 4 

N- {4 - [(6, 1- : J* h^->-4-4-y U-;U) 7x_;U} - 

3-f^7x>/?A/m; K (6 5) 

6, 7-y7 h + ->-4- (4-7i;7x; + -» +;>J> (54mg) t 
rfi|RS©3-^7x>'*;U#>ll (4 4mg) £N, N - i?/ f-;MuWA7 S 
K (2ml) te»J*U l-xf-^-3- (3' -^^f;l/7;;7n^) 
W-^ 5 K&flfeg (8 2mg) £lDD;i> £filwT3 1 I$fi8i*# L fcSU 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 02 (s, 3H), 4. 

04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d. J 
= 8. 6Hz, 2H). 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H), 7. 5 6 (s, 1H), 7. 7 3 (d, J = 8. 6 Hz, 2 H) , 8. 

05 (dd, J = l. 2, 3. 1Hz, 1 H) . 8. 37 (s, 1 H) , 8. 4 
7 (d, J=5. 5Hz, 1H) 

MbMfrft (FD-MS, m/z) :4 0 6 (M + ) 

0US0]5 5 

N— {4 — [ (6, Y**/-A-*S U-^) 7x^} - 

(4--hP7x_;lQ K (6 6) 

6, 7-vV h + x-4- (4-7;;7xy*'» +;'J> (1 1 Omg) 
tmm&®4-- ta&mmM (lOOmg) £N, N-yyW.M7; K 
(4ml) IC&A?U l-xf-;l/-3- (3* - ^ J ~fu t°;U) 

^ KgBK£ (1 7 6mg) Srfln*. M^T2 2 ^pBBHEfl* L fclft^ HJg#| 
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1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J=5. 5Hz, 1 H) . 7. 29 (d. 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
93 (d, J=9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz, 2H), 8. 48 (d, J = 5. 5Hz, 1 H) 
. 1 0. 7 (s, 1H) 

(FD-MS, m/z) :4 4 5 (M + ) 

H»J5 6 

N- {4- [ (6, 7- ! J* h^'>-4-^y;-;l/) y*.-M - 

(N, N-yyW;/7x-Jl/) 7WU?K*1^ K (6 7) 

6, 1-*J* Y*i/-4- U-TiJ73.J*i') *S V > (5 lmg) t 
im&<04-V**)\,7l (44mg) £N, N- v» *;U*;l^7 

SK(2ml) lc*J»U 1 -x*;l/-3- (3' -^fA75;^o^) 
#;U*'i^f S Kttfttt (8 3mg) «n;U MfcTl 6 LfcflU &ffi 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .6 3. 0 6 (s, 6H) , 
4. 05 (s, 3H), 4. 06 (s. 3H), 6. 48 (d, J=4. 9Hz, 
1H), 6. 71 (d, J = 8. 6Hz, 2H), 7. 17 (d. J = 8. 5H 
z, 2H) , 7. 4 4 (s. 1H) . 7. 5 7 (s, 1 H) , 7. 7 4 (d, J 
= 8. 5Hz, 2H), 7. 81 (d. J = 9. 2Hz, 2 H) . 7. 94 (s, 
1H) , 8. 49 (d, J = 5. 5Hz, 1 H) 

nftftm (FD-MS. m/z) :44 3 (M + ) 
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N- {4- [(6, h*i/-4-*/ U-;U) 7x-jH - 

(4-74r^;l/7o:->>U) K (6 8) 

6, 7-^^ h*<>-4- (4-7;/7x>/ + 5/) (54m g) £ 

mB5n D D ©4-7-fe^-'l/^m#K (4 6mg) £N, N-i>7f;Utol/A7; K 
(2ml) fcigJSU (3' - >V *)IT i J Zfu t°Jl) * )l 

mwm (8 7mg) £tjn;t> m&izT2 2m£imit:'&, mm 
dotwimomm^^^mnu mmv^s®* a 3m g . ik^5 3%t^^ 0 

1 H-NMR (DMSO-dg, 500 MHz) : <5 2. 66 (s, 3H) , 
3. 94 (s, 3H), 3. 95 (s, 3 H) , 6. 48 (d, J=4. 9Hz, 
1H), 7. 28 (d, J = 9. 2Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
5 2 (s, 1H), 7. 94 (d, J =9. 2Hz, 2H), 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 

Stfi##H® (FD-MS, m/z) :442 (M + ) 

HJfe^J5 8 

N— {4- [ (6, h*v-4-*7 'J~;U) - 

(4-yf-;U7^-;l/) K (6 9) 

6, 7->M Hr->-4- (4-7i;7i;+v/) ^yj y (5 4mg) t 
miSD n D©4-yf-^m§K (5 4mg) £N, N-v7f;^M7 5 K (2 
ml) fci&JHU l-xf-^-3- (3' -vMf-^TS t'Jl) XJltfi? 
<< I Kim (8 5mg) MS^T2 2 «HW«I^ Lfefifcx H$60«J5 1 £ 

1 H-NMR (CDC 1 g, 500 MHz) : <5 0. 95 (t, J = 7. 3H 
z, 3H) , 1. 3 8 (m, 2H) , 1. 6 4 (m, 2H) . 2. 6 9 (t. J 
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= 8. 0Hz, 2H), 4. 05 (s, 3 H) , 4. 06 (s. 3 H) , 6. 4 
8 (d, J=5. 5Hz, 1H), 7. 19 (d, J=9. 2Hz, 2H). 7. 
30 (d, J=8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d. J=8. 6Hz, 2H), 7. 82 (d, J=8. 6Hz, 
2H) , 8. 0 3 (s, 1H) , 8. 4 9 (d, J =5. 5 Hz, 1 H) 
MbttFHI (FD-MS, m/z) :4 5 6 (M + ) 



mmm5 9 

N- {4- [ (6, h*»>-4-*y 'J-;U) 7*-M - 

(4 - 7$ 7 7x-;l/) 1jM*lt-i K (7 0) 
{4- [(6, 7-^F + y-4-*;'J-;l')^'>] 7x_Jl/} (4- 
-^d^x^) K (lOOmg) £N, N-v>7W;l/A7; 

K/#i|xf-;l, (9ml /5ml) fc8#U 1 0%^°7^-7A-^t (6 9m 
g) £Jn;U *^fflftTMl£T2 2l*Mil#L;fco h£J8^ 

£8 5m g, jR*g l%X'mtic 

X H-NMR (DMSO-dg, 50 0MHz) :<?3. 94 (s, 3H), 
3. 95 (s, 3H), 5. 75 (brs, 2H), 6. 46 (d. J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2H), 7. 22 (d, J = 9. 
2Hz, 2H), 7. 39 (s, 1H), 7. 52 (s, 1 H) . 7. 73 (d, 
J=8. 5Hz, 2H), 7. 89 (d, J=9. 2Hz, 2 H) , 8. 46 
(d, J=5. 5Hz, 1H), 9. 90 (s, 1 H) 

WMfttirM (FD-MS, m/z) :415 (M + ) 
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mmme o 

N- {4- [(6, 1- ! J* Hr->-4-^yj-^) 7x.-M ~ 

4 - b" 'J yf >t>)l#*-* i K (7 1) 

6. 7-^n*i/-4- (4-7;;7x; + y) 4-y 'J > (5 3mg) £ 
TUBSdd©^ V-n^yg? (4 5mg) £N, N-->7fW;l/A7; K (2ml) 
fc»»U (3' -^W;;yob';l/) JjJltfiSJ i K 

(9 8mg) £2jn>U SfiCT6 2«rPJ«fliL^ 1 <b|S|«© 

X H-NMR (DMSO-dg, 5 0 0MHz) :53. 94 (s, 3 H) , 
3. 96 (s, 3H). 6. 48 (d, J = 5. 5Hz. 1 H) , 7. 29 (d, 
J = 9. 2Hz, 2H). 7. 39 (s. 1 H) . 7. 52 (s, 1 H) , 7. 
88 (d, J=4. 3Hz, 2H) , 7. 92 (d, J = 8. 5Hz, 2 H) , 
8. 48 (d, J=4. 9Hz, 1 H) , 8. 80 (d. J=4. 3Hz, 2 H) 
, 10. 6 (s, 1H) 

Ii^I(FD-MS ( m/z) :40 1 (M + ) 



N- {4- [(6. HrS/-4—fr>"J~;U) 7x--»l/} - 

2-f^7x>^;l/m; K (7 2) 

6, 7-^n + ->-4- (4-7;;7x^y) +;'J> (5 0mg) £ 
rfJH£,? a © 2 -f-* 7 x (4 6mg) £N, N-i>7f;l/t^A7; 

K (2ml) CjfflHU (3' - f-;U7 5; 7n t°Jl/) * 

^ Kggfes o 9m g ) zm*^ mui^-cs 2mmnmitz^ mmm 

1 H-NMR (CDC 1 „. 5 0 0MHz) : (5 4. 0 2 (s, 3H) , 
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4. 04 (s, 3H), 6. 46 (d, J = 5. 5Hz, 1 H) , 7. 11 (m, 
1H) , 7. 17 (d, J = 8. 6 Hz, 2 H) , 7. 4 0 (s, 1H) , 
7. 55 (m. 1H) , 7. 56 (s, 1H), 7. 73 (d, J=8. 5Hz, 
2H) , 7. 7 3 (m, 1 H) . 8. 3 8 (s, 1 H) . 8. 4 8 (d, J = 
4. 9Hz, 1H) 
K*##rM (FD-MS, m/z) :4 0 6 (M + ) 



N- {4- [ (6, 7-*J* h^->-4-^;'J-;b) 7x-M - 

4-fcr7x-^^>»; K (7 3) 

6, 7->M h + v/-4- (4-7;;7x; + ^) 4-/ D > (52mg) £ 
h 'JxW; >/^b^f-U> (3m 1 /2m 1) fc»»U mES©^* 
-JU1jti,tf>Wt9ai) K (8 Omg) £fln;L. lfil:T2 5 B#f{gjf # L *: 0 

1 H-NMR (DMSO-dg, 500MHz) : 53. 95 (s, 3H) , 
3. 95 (s, 3H), 6. 48 (d, J = 5. 5Hz. 1 H) , 7. 28 (d, 
J = 9. 2Hz, 2H). 7. 40 (s, 1 H) , 7. 43 (t, J=7. 3H 
z, 1H), 7. 50~7. 53 (m, 3 H) , 7. 77 (d, J=7. 3Hz, 
2H) . 7. 8 5 (d, J =8. 6 Hz, 2H) , 7. 9 6 (m, 2H) , 
8. 08 (d. J = 8. 5Hz, 2H), 8. 48 (d, J=4. 9Hz, 1 H) 
. 1 0. 4 (s, 1 H) 
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M#*T*£ (FD-MS. m/z) :4 7 6 (M + ) 
Hife0»J6 3 

N- {4- [ (6, 7-2/ h*->-4-*7 'j-;U) y x.-M - 

(4-t^->7x-;b) K (7 4) 

6, 7-i?/ h**>-4- (4-7; / * / 'J > (5 2mg) £ 

h'Jxf-;P75>/*ftyf-U> (3ml/2ml) HflWU TtflRScD4-:7 
h*->3fJHSK^ d U K (0. 0 7ml) £ft];U !Sl:t3 0*IBHJIB*Lfc*U 

1 H-NMR (CDClg. 5 00MHz) :<50. 99 (t, J=7. 3H 
z, 3H) , 1. 5 2 (m, 2H) , 1. 8 0 (m, 2 H) , 4. 0 3 (m, 2 
H) , 4. 04 (s, 3H), 4. 05 (s. 3 H) , 6. 47 (d, J=4. 
9Hz, 1H), 6. 95 (d, J = 9. 2Hz, 2 H) , 7. 18 (d, J = 
9. 2 Hz, 2H) , 7. 4 6 (s, 1 H) . 7. 5 7 (s, 1H), 7. 7 4 

(d, J=9. 2Hz, 2H) . 7. 86 (d. J = 9. 2Hz, 2 H) , 8. 
10 (s, 1H), 8. 49 (d. J=4. 9Hz, 1 H) 

M5Wr* (FD-MS, m/z) :4 7 2 (M + ) 

N- {4- [(6, 7-v?/b4'>-4-4; i J^I/) y - 

(4-yn€7x-Jb) K (7 5) 

6, 7-^y h*i/-4- (4-7;;7x;+-» +;VX52mg) t 
^m^xCOA-yu^Mmm (7 8mg) £N. N-^W^7; F (2 
ml) fc«»U 1 -^Jl- 3 - (3* -S^f-^TS Jy*u\£tV) 
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-f 5 K£gfc£ (1 0 2mg) *inix SSfcTl 7B#R3ft#Lfcfcx HJ60J5 1 
i^»0»mw«fc- 3 Tf|«U 3Ui©rt:&tF£4 3rag, $§£5 2 %Tif 7t 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 07 (s, 3H) , 4. 
07 (s. 3H), 6. 53 (d, J=5. 5Hz, 1H) , 7. 22 (d, J 
= 9. 2Hz. 2H) , 7. 37 (s, 1 H) , 7. 5 0 (s, 1 H) , 7. 6 
2 (s, 1H) , 7. 65 (d, J=8. 6 Hz. 2 H) , 7. 84 (d, J = 
8. 6Hz, 2H). 7. 86 (d, J = 8. 6Hz, 2H), 8. 41 (d, 
J=5. 5Hz, 1H) 

It^ffi (FD-MS, m/z) :4 7 8 (M + ), 4 8 0 (M + + 2) 

HWJ6 5 

N- (4- [ (6, 1-*JM h4->-4-*y D-;lQ 7x-;b) - 

h4->a;U*'-;t/7 x_;U) -h i K (7 6) 
6, 7-i^ h*v/-4- (4-7;>'7x; + y) +;'J> (1 0 Omg) 
imflRSo^y ^f-;bxU7^;UK (1 3 0mg) £N, N — f;l/^;bA7 
^ K (4ml) ic&asu 1 -xf-;u-3- (3' -^W$;^DtfA) 
* (2 2 7mg) ZUnA.^ gfiKTl 8B#Rg&#LfcgU H 

»J5 1 £ig«©lift^£oT*s!$!iU »^^9 9mg x «6 4%T 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : <S3. 98 (s, 3H) , 4. 
06 (s, 3H), 4. 06 (s, 3H) . 6. 49 (d. J=4. 9Hz, 1 
H) . 7. 22 (d, J = 9. 2Hz, 2H) , 7. 43 (s, 1H), 
7. 56 (s, 1H), 7. 76 (d, J = 9. 2Hz, 2 H) , 7. 97 (d, 
J = 8. 6Hz, 2H), 8. 18 (d, J=8. 6Hz. 2H), 8. 49 
(d, J=5. 5Hz, 1H) 
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f£ft##HI (FD-MS, m/z) :4 5 8 (M + ) 
HWJ6 6 

N- {4- [(6. 7-^hf->-4-t;'J^) 7x-;i/) - 

2-b°'Jv>'>^im; K (7 7) 

6, 7-/n + y-4- (4-7;;7x; + -» +y 'J > (5 0mg) £ 
rUBRD D a©t°3 y (4 2mg) £N, N-i?yf^A7; K (2ml) JC 
JfflffU l-^f-^-3- (3' -s>V*;U7^ y-/nh°;u) S m 

IMS (1 2 3mg) £fla;U Sflfc-Cl 9^ra«^L^ 1 
Wtftiz. «fc -> TttS! U %m<Dit&®Z 3 8mgxC*5 6«T?ffco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 06 (s, 3 H) , 4. 
06 (s, 3H), 6. 49 (d, J=5. 5Hz, 1 H) , 7. 23 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 5 1 (m, 1H), 7. 5 
8 (s. 1H) , 7. 8 9 (d, J = 9. 2 Hz, 2 H) , 7. 9 4 (m, 1 H) 
, 8. 33 (d. J=8. 0Hz, 1 H) , 8. 50 (d. J = 5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 

li^fft (FD-MS, m/z) :40 1 (M + ) 

Hife^6 7 

N- {4- [(6, 7-^h^^-4-^yj^) t^r->] 7x-;U} - 
(4-bKp^'>^M'^7x-;l/) K (78) 

(4- [ (6, h**>-4-*y , J-^) 7x-^/} - (4 

-y h + ->*i^7x-W t]A,#*Vi (3ml) tcjgfl? 

U 3 3%7m<tJ]VOJ**mm (1. 5mi) ^m^MWLV2msamtiZo 
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1 H-NMR (DMSO-dg, 5 00MHz) : <53. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 47 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) . 7. 
92 (d, J=9. 2Hz, 2H), 8. 07 (m. 4 H) , 8. 47 (d, J 
= 5. 5Hz, 1H), 10. 5 (s, 1H) 
MMfttirW. (FD-MS, m/z) :444 (M + ) 

mmmes 

N- {4- [ (6, l- s Jt Y*i>-4-*J U-;U) y^-M - 

is ?u<<> i K (7 9) 

6. 7->^ h + iz-4- (4-7i;7xy + y) +yj> (53mg) t 
fm^ a (Oi/^nO^>fj;l^>Wt (6 6mg) £N, N->>V ^l/*;UA7 i 
K (2ml) fc»HU 1 -xf-;U- 3 - (3' - *J* *)IT i J 7o t°;lO * 

*#*-r s kmui (i i omg) ttuu mkti immmwtm, mm 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 5 1. 6 4 (m, 2H) , 
1. 81 (m, 2H), 1. 91 (m, 4 H) , 2. 75 (m, 1H), 
4. 04 (s, 3H), 4. 04 (s, 3H), 6. 44 (d. J=4. 9Hz, 
1H) , 7. 13 (d, J =9. 2Hz, 2H) , 7. 4 5 (s, 1 H) , 7. 
55 (m, 1H), 7. 65 (d. J = 8. 6Hz, 2H). 8. 47 (d. J 
= 5. 5Hz, 1 H) , 
MMtitiT®. (FD-MS. m/z) : 39 2 (M + ) 
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N- {4- [(6, 7-y> h^->-4-^'J-^)^->] 7x^} - 
7?-?>?>ijJltf*Vi K (8 1) 

6, h*>>-4- (4-7S 7 7x7 **» *>"J > (5 lmg) t 

OTDn©T^>>^>^;U^'>K (llOmg) £N, N-vJ^W^A7; 
K (2ml) iz®mi, (3* -^Wi/7nh^) */ 

;U*v^ S Kttlfett (1 0 7mg) *Jd;U MfcTl 5«HfflJI#Lfclk H«S 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 61. 8 2 (m, 6 H) , 
2. 0 0 (m, 6H) , 2. 1 3 (m, 3H) , 4. 05 (s, 3 H) , 
4. 05 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (d. 
J =9. 2Hz, 2H) , 7. 42 (s, 1H), 7. 55 (m, 1H), 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz, 1 H) , 
IiMi(FD-MS, m/z) :458 (M + ) 

Hft«7 0 

N- {4- [ (6, 7-SM h*>-4-*7 U-;U) 7x-;U} - 

(4-7-fe h*->7*-;b) ft K (8 0) 

6, h+v-4- (4-7;;7x;+y) +/V> (HOrag) 

£TfJ&o D D©4-7-fe h + S/^JSLSK (2 0 7mg) £N, N- v>V f-;U*;U2>7 
; K (6ml) lcj§#U 1 3 - (3' - >M f-*T 7*0 fc?;l/) 

*;u#?>r $ vmmm (2 2 3mg) zm*.. sMizximm^tt:^ nm 



WO 97/1 7329 PCT/JP96/03229 

8 5 

1 H-NMR (CDC I 3 , 5 0 0MHz) : 6 2. 3 5 (s, 3H) , 4. 
06 (s, 3H), 4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2 H) , 7. 25 (d, J=9. 1Hz, 
2H), 7. 43 (s, 1H), 7. 56 (s, 1 H) , 7. 73 (d. J=9. 
2Hz, 2H), 7. 87 (s, 1 H) , 7. 93 (d, J=8. 6Hz, 2H) 
. 8. 5 0 (d, J =5. 5Hz, 1 H) , 
nmfttirm (ED-MS. m/z) :4 58 (M + ) 

mmmn 

N- {4- [(6, 7-^ ^'>-4-t;'J^) 7x_;M - 

2- (6-7-fe h*isj-7*)l) 1jA,tf*D-* K (8 2) 

6, 7-i^ h + i/-4- (4-7; 7:7^7 + •» * J 'J > (5 lmg) £ 
ffiRS©6-7Hrh*->-2— hig? (121mg) £N. N-^fW 
)VU7\ K (2ml) Kj»PU (3' -V t *)\,7 7u 

t°;l0 *;M?5M * Kgltg (1 2 4mg) fcflnx.. g&lctl 3 B#Ra*£#L*: 

^»J5 1 tmm<Dmmz&-?-cmmu mm^it^^e 6m B , jr^7 

5%m*: 0 

1 H~NMR (DMSO-dg, 5 0 0MHz) : 62. 38 (s, 3H) , 
4. 03 (s. 3H), 4. 05 (s, 3H) . 6. 49 (d, J = 5. 5Hz, 
1H), 7. 20 (d, J = 9. 2Hz, 2 H) . 7. 30 (dd, J=2. 4, 
9. 2 Hz, 1H) , 7. 42 (s, 1H), 7. 5 7 (m, 1 H) , 7. 6 1 
(d, J = l. 8Hz, 1H), 7. 81 (d, J=9. 2Hz, 2 H) , 7. 
86 (d, J = 8. 6Hz, 1H), 7. 89 (d. J = 9. 2Hz, 1 H) , 
7. 94 (d, J=8. 6Hz, 1H), 8. 38 (s, 1 H) , 8. 49 (d, 
J = 4. 9Hz, 1H) 
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MfcWrtt (FD-MS, m/z) :5 0 8 (M + ) 

N- {4- [(6, 7-^^ 7x_;H - 

(4-kKn4->7x-^) K (8 3) 

N- {4- [ (6. 7 -'J/ Y*y>-A-*J 'J -AO 7x-M - 

(4-7* h*i/7i-^) K (1 0 3mg) (4m 

1) KtigmU 3 5^*IMb*y>A7K»ft (2ml) *Joi, SfiT5^Mft 

X H-NMR (DMSO-dg, 500 MHz) :5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d. J=4. 9Hz, 1 H) , 6. 87 (d, 
J=8. 5Hz, 2H) , 7. 24 (d, J=9. 2Hz, 2 H) , 7. 39 
(s, 1H), 7. 52 (s, 1H) , 7. 87 (d. J=8. 6Hz. 2H) , 
7. 90 (d, J=9. 2Hz, 2H) . 8. 47 (d, J=5. 5Hz, 1 H) 
, 1 0. 1 (s, 1H) 
ft^I(FD-MS ( m/z) :417 (M + +l) 

HWJ7 3 

N — {4- [ (6, ht'>-4-^;'J^) 7x-;l/) - 

2- (6-bKo»'>t7f;i/) a;t/#*-»S K (8 4) 

N— {4- C (6, l-V* h**>-4— 7x-;l/} - 
2- (6-7-fe h*W"7f->l0 K (4 7mg) Z*9J-)l (4 

m 1 ) fcfcflPU 3 5%7Kie<t* U (2ml) £JD^ SfiT5l*ra 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 5 (s, 3 H) . 
3. 95 (s, 3H), 6. 49 (d, J = 4. 9Hz, 1 H) , 7. 18 (m. 
1H) , 7. 2 0 (s, 1H) , 7. 2 7 (d, J =8. 6 Hz, 2 H) , 
7. 3 9 (s, 1H) , 7. 5 3 (s, 1 H) , 7. 8 0 (d, J =8. 5Hz, 
1H) , 7. 9 2-7. 9 8 (m. 4 H) , 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (b r s, 1H) , 10. 4 (s, 1 H) 
M#*r*t (FD-MS, m/z) :4 6 7 (M + +l) 

HWJ7 4 

N- (4-^ -N' - {4- [ (6, h*v-4- 

+ y 7 3,-)l} (4 3) 

6, 7-i>V h + ^-4- (4-7U7x^-» (53mg) £ 

bJVJL> (3ml) icjDJIMWPLfctft^ 4->h + «>7xi;HVJ/7*-h 
(0. 2ml) *Jn^ 30^WtolMi«Lfco #fajLT*fclSfi*WRU h 
^ x >Tzfe^1" 5 C <fc iC «fc t> dEeo^M^ 54m g> iR^68 %T#fc G 

X H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 7 2 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s. 3H) , 6. 44 (d. J=4. 9Hz. 
1H), 6. 87 (d, J = 8. 5Hz, 2H) , 7. 19 (d, J = 9. 2H 
z, 2H) , 7. 3 7 (d. J = 8. 5 Hz. 2H) , 7. 3 8 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 5Hz, 2H) , 8. 46 (d, 
J =5. 5 Hz, 1H) , 8. 5 0 (s, 1 H) , 8. 7 3 (s, 1 H) 
(FD-MS, m/z) :4 4 5 (M + ) 
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m&m 5 

N- (4-7^tQ7x^) — N' - {4- [ (6, 1- ! J* h*->-4- 
7x-/l/} ^7 1^7 (4 4) 

6. h + >-4- (4-7iy7xy + y) (54mg) £ 

h;l/i> (3ml) {cJn^j^L^s 4-7;^o7x^;K v>7^ - t> 
(0. 2ml)^ 7 0^r H 1Jnl^ii«tL^o tfftiiLT^^ B ^2S^U h 
;l/x>^ft#t-*C£K<fct>aS©ffc&^£3 8mg x C$4 8%tr^ e 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s. 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 4. 9 Hz, 1 H) , 7. 12 (m, 
2H) , 7. 1 9 (m, 2H) , 7. 3 8 (s, 1H), 7. 4 7 (m, 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J = 9. 2Hz, 2H), 8. 45 (d, 
J=5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) Kft 
##HS (FD-MS, m/z) : 4 3 3 (M + ) 

HJ60J7 6 

N- (4-7'n^7x-;l/) — N' - {4- [(6, 7 H=->-4 
yj-;l/) y^-M t7UT (4 5) 

6, h*f-4- (4-7;;7x;^» +7 U > (5 2mg) £ 

h;Ux> (3ml) KJta&fclELfcSU 4-7*nt7x^Kvm-h 
(0. 2 m 1 ) £flax.. 5 Oftfi\mi&&mLtZo #TtfcLTilfc&II£SMKU h 

1 H-NMR (DMSO-d g, 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) , 7. 19 (d. 
J = 9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 45 (m, 4H) . 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H), 8. 46 (d. J 
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= 5. 5Hz, 1H), 8. 86 (s. 1H), 8. 86 (s. 1 H) 
MSMJfffi (FD-MS, m/z) : 4 9 3 (M + ) , 4 9 5 (M + + 2) 

N- {4- [(6. 7-^h4 > >-4"t; i J^)^y/] 7x-;U} - 
N / - (4--ho7x-;l/) frPT (46) 

6. 7-i?n*J/-4- (4-7;;7x> + -/) (1 0 3mg) 

*HAi> (10ml) KflffllfciBtPLfctk 4--hD7x-Mvm-h 
(3 6 6mg) fcjn*^ 6 0ara***fcLfco *rlBLT£fc*£S£iMKU h 
5Cti:i f3 mm<Dit&®}% 141mg. JR^88 

1 H-NMR (DMSO-d g , 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d. J = 5. 5Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d, J=9. 2Hz. 2H) , 7. 71 (d, J = 9. 2Hz, 2H) 
, 8. 20 (d, J=9. 2Hz. 2H), 8. 46 (d. J = 5. 5Hz, 1 
H) , 9. 08 (s, 1H) , 9. 4 9 (s, 1 H) 

MbMfftt (FD-MS, m/z) :46 0 (M + ) 

Hte0U7 8 

N- (4-yf;l/7x-^) -N' - {4- [ (6, l-'J* 
J\)z.)V) 7x^} "7 1/7 (4 7) 

6, 7-2?;* b* ! s-4- (4 -T S J ~7 y +«» +>"J> (50m g) £ 
Mbx> (3ml) KlDflWSIPLfctftx 4-7-f;l/7x-Mvm-h 
(0. 2ml) fcjj*.* 2 6^JD^«ML^ 0 ^2c^^ n D^;UA/74r h > 
(10/1) T'Jg^5»> , J*W^7A^avh^7 7>f-{c e fct)^5E{U $ 
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moit&Vs* 3 6 m g s iR* 4 5 %V'mtz 0 

1 H-NMR (CDC 1 g/CDg OD, 5 0 0MHz) : <5 0. 9 3 (m, 
3H) , 1. 3 5 (m, 2H) , 1. 5 7 (m. 2H) , 2. 5 7 (m, 2H) , 
4. 0 6 (s, 3H) , 4. 0 6 (s, 3 H) , 6. 4 9 (m, 1 H) , 7. 1 
4 (m, 4H) , 7. 3 3-7. 6 2 (m, 6 H) , 8. 3 9 (m, 1 H) 

li^t (FD-MS, m/z) :47 1 (M + ) 

N- (4-7S 7 7x^) -N / - {4- [ (6, 7 - V* b * 4 
;'J-^) frUT (4 8) 

N- {4- [ (6, 7-*Jjt Y*^-A-*J 7i^} - 

N' - (4--ho) 7x^1/7 (lllmg) £N, N-y/^;l/A 
7 ^ K (7ml) tztmU 10%*mit'* s 7i>*^-&m (lOOmg) £Jn 
*-> *^SmTSM(-T2 2l^rai«^L^o RJE**-t?5>f h£ffi^TttigL 

B*U &H<Dft&tt&6 6mg N iR$6 3%T^fc 0 

1 H-NMR (DMSO-dg, 5 00MHz) : 53. 94 (s, 3H) , 
3. 94 (s, 3H), 4. 74 (b r s, 2H). 6. 43 (d. J=4. 9 
Hz, 1H), 6. 52 (d. J = 8. 6Hz, 2H), 7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 
1H) , 7. 5 1 (s, 1H) , 7. 5 5 (d. J =9. 2Hz, 2H) , 
8. 14 (s, 1H). 8. 45 (d. J=4. 9Hz, 1 H) , 8. 61 (s. 
1H) 

ff«##Hg (FD-MS, m/z) :4 3 0 (M + ) 
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mmms o 

N- (4-7-fc^;U7x_;lQ -N' - {4- [ (6, 7-PV h*->-4- 
Jf-yy-ji) *Jri/-} 7x.-M »uy (4 9) 

6, 7-'J/ H + (4-7;;7x; + -» > (5 1 mg) & 
(3ml) lziJQfmmiti'&^ 4-7tf^7x^KVy7^-h 

(2 1 Omg) 2 0#raflnJIMBaKLfc o an^V7t t* > 

(lo/i) T?jg§a-r5>u^y^*7A^Dvhr7 7^-^«tt)iiS2L. ^ 

m(Dit&®$:5 0mg,iR« 4%T'^ 0 

1 H-NMR (CDC 1 3 /CD 3 OD, 5 0 0MHz) :52. 59 (s, 
3H), 4. 07 (s, 3H), 4. 07 (s, 3 H) , 6. 50 (d, J = 5. 
5Hz, 1H), 7. 17 (d, J = 8. 5Hz, 2H), 7. 36 (s, 1 H) 
, 7. 58 (s, 1H), 7. 5 8 (d, J=8. 5Hz, 2H) , 7. 60 

(d, J=8. 5Hz, 2H), 7. 94 (d, J=8. 5Hz, 2H) , 8. 
40 (d, J=5. 5Hz. 1H) 

©*^«f«i (FD-MS, m/z) :4 5 7 (M + ) 

HWJ8 1 

N- {4- [ (6, 7-*J* h*S/-4-4-/ U-dQ 7x-M - 

N / - (4-7x;t->7x^) (5 0) 

6, h + ^>-4- (4-7iy7x/ + -» +yj> (53mg) £ 

h;l^> (3ml) JCj&Q&fejgLfcgU 4-7x; + v'7x^KV'>7^-h 
(0. 2ml) ZtiQx.^ 3 0^JDiia»EL^o gt*^DD^W7t h > 
(1 0/1) T'SBat5i/'J*TO7A^o7 h^77^ -{-«t«9mSL> ^ 
S©{fc&$l£5 5mgx JR^6 0%T^fe o 

1 H-NMR (CDC1 3 /CD 3 0D, 5 0 0MHz) .6 4. 46 (s. 
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3H) , 4. 46 (s, 3H) , 6. 51 (m, 1 H) , 6. 98-7. 62 
(m, 1 5H) , 8. 4 0 (m, 1 H) 

mmftmm (fd-ms, m/ Z ) :5 0 7 cm + ) 

N- (4-^ V7at'j\,7 -N' - {4- [ (6, 7-V* 

4-*; frU7 (5 1) 

6, 7-2/ h**s-4- (4-7S y 7*/*v') (5 1mg)* 

hJl^> (3ml) KioJlft»«?Lfc8U 4-^7^ot';b7xr.;Kvy7^- 
h (0. 2ml) £2)0*.. 26^TO^i8^L/ro 8i*^no*M/7th 
> (10/1) T-Jg^-rs^'J^^^^A^Pv -fc:J:&f**!Lx 
mm<Dit&®i£ 7 Omg, JR^9 0%T?#^o 

1 H-NMR (CD 3 OD, 5 0 0MHz) : <5 1 . 18 (d, J=6. 7H 
z, 6H) . 2. 8 2 (m, 1 H) , 3. 9 7 (s. 3H) . 4. 01 (s. 3 
H) , 6. 37 (d, J = 5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H). 7. 11 (d, J = 8. 5Hz, 2H), 7. 25 (d, J = 8. 5H 
z, 2H) , 7. 26 (s. 1H), 7. 38 (s. 1 H) , 7. 41 (d, J 
= 9. 2Hz, 2H), 7. 54 (s, 1 H) , 7. 82 (s, 1 H) , 8. 0 
3 (s, 1H), 8. 42 (d, J=5. 5Hz, 1 H) 

•s.m#mm (fd-ms, m/ Z ) .-457 (m + ) 

HWJ8 3 

N— (4- h 'J7^nyfjb7x-;l/) -N' - {4- [ (6, 7-V/b 
Jris-l-^j i|^;U) ^-^y/] 7x-;l/) «7U7 (5 2) 
6, 7-2/ h**>-4- (4-7;;7x; + i/) * J U > (5 3mg) £ 
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h;Ux> (3ml) IcJniWglllLfcSL 4-h l J7;l/toy^7x^7v/ 
7*-h (0. 2ml) tinx.^ lO&mm&MLltLo *rtbLT£fc*£ii£it 
9fU Fil/i>Wt^:tiai9llOft^7 7mg N iR^8 8%r*# 

/To 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 5 (s, 3H) , 
4. 05 (s, 3H) , 6. 52 (d, J = 5. 5Hz, 1 H) , 7. 18 (d. 
J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 56 (s. 1 H) , 
7. 59 (d, J=8. 6Hz, 2 H) , 7. 62 (d, J = 8. 6Hz. 2H) 
. 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
fi^tffI(FD-MS. m/z) :4 8 3 (M + ) 



0£J£0!I8 4 

N- (4-n-^A7x-^) -N / - {2- [ (6, h*v-4 
-*y»J;U) 7i-;H (14 7) 

2US0H4 8ir^oUT. 4--hD7xy-;U:^t2--hn7x;-^ 
ffl\,^i$^(i^{cS!Lfc6, 7-^ h + ->-4- (2-^.hn7 J .y + » 
+>"J>^IUfe0iJ4 9t^^S5ctT^ 6. 7-^h*f-4- (2- 
7i;7x; + -» 4V»J> (5 6mg) £h;UJi> (3ml) Ktiaimmit: 
4-n-yf-;l/7i-;UWV>T^- h (0. 2ml) £fti;U 3 O^JD 
HfcBMlfco &ii£?no*;l,A/7-feh> (1 0X1) TRW** *>U rt^/l/ 
K77>( -KJ^ffSiU ^S©ft£«5£4 5mg N JR^5 0%Ti#fc { 

1 H-NMR (CDCl g , 5 0 0MHz) :<J0. 89 (t, J =7. 3H 
z, 3H) , 1. 3 0 (m. 2H) , 1. 5 2 (m. 2H) , 2. 50 (in, 2 
H) , 3. 90 (s, 3H), 3. 93 (s, 3 H) , 6. 22 (d, J = 
4. 9Hz, 1H), 6. 87 (d. J = 7. 3Hz, 1 H) , 6. 96- 
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7. 01 (m, 4H), 7. 1 5 (b r s, 1 H) , 7. 28-7. 3 1 (m, 
4H), 8. 12 (b r s, 1 H) , 8. 26 (d. J=4. 9Hz, 1 H) , 

8. 58 (d. J = 7. 9Hz, 1 H) 
M£tJftf[ (FD-MS, m/z) :47 1 (M + ) 

HWJ85 

N- (4-n-m7x^) -N' - {3- [ (6, 7-v>V h*»>-4 

'J;U) 7x-;U} frU7 (9 1) 

H»J4 8fC*J^T^ 4 ho7x7-JU:^T3-- ho7x;-il/$- 
ffll^S^li|lI1i{ciS!L^6. 7-^h + i'-4 - (3 hn7x; +«/) 
*yU>*H*W4 9iHailcal7cLT»^ 6, 7-^n + ->-4- (3- 
7;;7x; + >» *y U> (5 lmg) £h^x> (3ml) Kflofc*!!? L fc 
4-n-yf-;U7x-;l/>T 7'>7*- h (0. 2ml) ^Jn^ 5 O^PalJO 
iHl^, S££?oo*;l,A/7-t?h> (1 0/1) X~mMtZ •> V 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .6 0. 8 9 (t, J=7. 3H 
z, 3H) , 1. 3 0 (m, 2H), 1. 5 2 (m, 2H), 2. 51 (m, 2 
H) , 3. 9 5 (s. 1H) , 4. 0 0 (s, 1 H) , 6. 4 9 (d, J =5. 
5 Hz, 1H) , 6. 8 1 (d, J = 8. 0 Hz, 1 H) . 7. 0 4 (d. J = 
7. 9Hz, 2H), 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1 H) , 

7. 5 1 (s, 1H) , 7. 84 (brs, 1 H) , 8. 2 4 (b r s, 1 H) , 

8. 4 3 (d, J =4. 9Hz. 1 H) 
B«#flflt (FD-MS, m/z) :47 1 (M + ) 
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H»J8 6 

N-n-7^;l/-N' - {4- [(6, 7 - h*>-4 ;U) 
•>] 7x-;U} frl/7 (13 9) 

6, 7-i^ h*:>-4- (4-7i;7iy^-» *y U > (5 lmg) £ 
j^x> (3ml) Kfln&f§ft?Lrt:&. n-r^^-Y 7S/7*- h (0. 2ml) 
fcfln*.. 1 4NFF^Sn^Jl^L^o g|fll£*uo*;!/A/7-t? h> (10/1) 7? 
Mffit S > 'J *Wdv h^77>f -K«fc tJJjSS! U mmaXtS®}*: 3 1 m g N 
iR^4 6%T?i^o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 3 (t, J = 7. 3H 
z, 3H) , 1. 3 7 (m, 2 H) , 1. 5 3 (m, 2H) , 3. 2 8 (m, 2 
H) , 4. 04 (s, 3H), 4. 04 (s, 3 H) , 5. 04 (brs, 1 H) 
, 6. 44 (d, J=5. 5Hz, 1H), 6. 98 (brs, 1 H) , 7. 1 
1 (d. J =9. 2 Hz, 2H) , 7. 4 1 (s, 1 H) , 7. 4 3 (d, J = 
9. 2Hz, 2H) , 7. 55 (s, 1 H) , 8. 4 6 (d, J=4. 9Hz, 
1H) 

M##flg (FD-MS, m/z) :3 9 5 (M + ) 
HJ60J8 7 

N— {4 — [ (6, h*S/-4-*y 'jAQ y^-Jl) - 

(4-h'J7;l/tayWx^l/) a;U;K*1K K (15 7) 

6, 7->?y h + ^-4- (4-7i;7xy + >» *;U > (5 3m g) t 
rfTfi£i£©4- h'j7;bta^ (1 0 2mg) £N, N->?y^;U* 

;l/A7= K (3ml) K®mtt:'&^ 1-^)1-3- (3' -V*1-A,Tl/ 

-fat'ji) ija,$v<( i h*mw& (i o 2m g ) zmz.^ muizTi 4m$mw 



WO 97/17329 



96 



PCT/JP96/03229 



X H-NMR (CDClg, 500 MHz) : S 4. 04 (s, 3 H) . 4. 

05 (s. 3H) , 6. 48 (d, J=4. 9Hz. 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) , 7. 7 

6 (d, J=8. 5Hz, 2H) , 7. 76 (d, J = 8. 6Hz, 2 H) , 8. 
02 (d, J = 7. 9Hz, 2H), 8. 13 (b r s, 1 H) , 8. 49 (d. 
J=5. 5Hz, 1H) 

K*#*HS (FD-MS, ra/z) :4 6 8 (M + ) 

warns s 

N- {4- [ (6. 7-i>y h*->-4 -*y 'JdQ 7x-;[/} - 

(4-y^p-Mr->;l/7x.=JU) K (15 8) 

6, h**/-4- (4-7^7x^-» *>"J > (52mg) t 

TPBStS©4-i/^a^+'>^mSi? (1 0 9mg) £N, N- >M 
7; K (3ml) KjgftSLfc^ l-xf-;b-3- (3' -V t+hy \ JTu 
t°;U) *7;U*'-M * (1 1 Omg) Ztiax.. mUKX 1 4mSHkWltz 

su mm 5 1 tmmmm^^-oxmmi, &m<Dit&®*5 4mg. ir$ 

6 45>mifc 0 

1 H-NMR (CDClg, 500 MHz) : 6 1. 25-1. 86 (m, 
10H), 2. 55 (m.lH), 4. 01 (s, 3H), 4. 03 (s, 3 H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz, 2 
H) , 7. 27 (d, J-7. 9Hz, 2 H) , 7. 39 (s. 1H), 
7. 5 5 (s, 1H) . 7. 7 5 (d, J =9. 2 Hz, 2 H) , 7. 8 3 (d, 
J = 8. 6Hz, 2H). 8. 46 (d, J=5. 5Hz. 1 H) 
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WbWrfil (FD-MS, m/z) : 4 8 2 (M + ) 
H»J8 9 

N- {3- [ (6, h^->-4-^y »; ;IQ 7x-A) - 

(4- t - ;u 7 .=.;!/) ft;l/dfrHF-; K (1 5 9) 

6, 7->^ h**>-4- (3-7;;7x; + y) *y 'J > (5 4 nig) t 
TfflRS©4-t-7f-;l/3BM» (10 2mg) £N, *;M?;UA7$ 
K (3ml) KfcjgLfcgU 1 (3' - f-;I/7 $ J-fu t°;U) 

#;i<**>^ s mmm a 0 6mg) zmn, m^^remsamLit^ mm 
W5 i tmmommz^^xmmi. 2 9m g> jr^3 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 34 (s, 9 H) , 
4. 01 (s, 3H), 4. 04 (s, 3H), 6. 55 (d. J=4. 9Hz, 
1H), 6. 97 (d, J = 7. 3Hz, 1 H) . 7. 29-7. 68 (m, 7 
H) , 7. 85 (d, J = 7. 9Hz, 2H) , 8. 48 (d, J=4. 9Hz, 
1H) , 8. 59 (brs, 1H) 
St^KFD-MS, m/z) :4 5 6 (M + ) 

N- {3- [ (6, 7-->V h*->-4-*y"J;U) y^-)l} - (4 
- t - tplt^D-i K (16 0) 

6, 7-v>V h+^-4- (3-7;;7x-jW) *y 'J > (6 2mg) 
imflgo D uO 4 - t - ^f-^ILSi? (109mg) N - ^ /- *;U*;bA7 
$ K (3ml) 1 -x^;U- 3- (3' - f-A7 S y 7a h° 

>v) *iJitf*M s mmm (i 1 2m g ) e&kt2 smmfrLiz&s 
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1 H-NMR (CDC1 3 . 500 MHz) : SI. 31 (s, 9H), 4. 
00 (s. 3H) , 4. 01 (s. 3H), 6. 83 (d. J=4. 9Hz, 1 
H) , 7. 2 0~7. 9 9 (m, 9 H) . 8. 0 6 (m, 1 H) , 8. 3 9 (d, 
J =4. 9Hz, 1H) , 8. 60 (brs, 1 H) 

Stfi##HI (FD-MS, m/z) :47 2 (M + ) 

N- {4- [ (6, Y* : s-A-*J U;U) - (4 

-•/f^7x-j[/) K (161) 

6, V*i/-4- (4-TiJy *J +•» (6 2m g) i 

rfJB5ao4 (10 4mg) £N, N - : J 1 f-;U*;bAy i K 
(3ml) izm^Lfz'^ 1 -xf-;U- 3- (3' -5» ^;UTS y^nW) 
* K4g&£ (1 1 7mg) Ztiaz.. m.folzT2 lB#figfl|#L*:8U H 
MM 5 1 i(5|«©Sm-«k- 3 T^S!JU mmoi^^2 1 mg, J»2 2%T 

1 H-NMR (CDC lg . 5 0 0MHz) : 6 0. 94 (t. J =7. 3H 
z, 3H) , 1. 38 (m, 2H) , 1. 63 (m, 2H) . 2. 69 (t. J 
= 7. 9Hz, 2H), 4. 03 (s, 3H) , 4. 05 (s, 3H), 
6. 72 (d, J=4. 9Hz, 1 H) , 7. 30 (d, J = 7. 9Hz. 2H) 
. 7. 39 (s, 1H), 7. 42 (s. 1 H) , 7. 57 (d. J = 8. 5H 
z, 2H), 7. 78 (d, J=8. 5Hz, 2 H) , 7. 81 (d, J = 7. 
9Hz, 2H), 8. 08 (s. 1 H) , 8. 42 (d. J = 5. 5Hz, 1 H) 

WkSWftL (FD-MS, m/z) :472 (M + ) 
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HMU9 2 

N- {4- [ (6, h**>-4-*/lW 7*-Jl} - 

N' - (4-^f;l/ft7x^) (16 3) 

6, 7-^y h + (4-7^/7^*^) +7 U > (5 3mg) £ 

h;l/i> (3ml) KWmmLtz®.^ 4-^fW7x_;K7i/7^-h 
(0. 2ml)£flO;L N 8^SP^ii^L/Co tffttlLT§^a^«KU hJl 
x > Tft^ 5Ciia>) &m<Dfc&®* 6 2 m g , iR¥ 7 6 

1 H-NMR (DMSO-dg , 5 00MHz) : 62. 44 (s, 3H) , 
3. 94 (s, 3H), 3. 95 (s, 3H) , 6. 44 (d, J = 4. 9Hz, 
1H), 7. 19 (d, J=9. 2Hz, 2H) , 7. 23 (d, J=8. 5H 
z, 2H), 7. 38 (s, 1H), 7. 44 (d, J=9. 2Hz, 2H), 
7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s. 1 H) , 8. 79 (s, 1H) 

®S##H£ (FD-MS, m/z) :461 (M + ) 

11*60)9 3 

N- (3-xh»v/^fe;l>7x^) -N / - {4- [ (6, 7-SM b 
*is-4-*j 7x-;l/} frU7 (16 4) 

6. 7->M h*'>-4- (4-7$/ 7W**» *>"J > (5 3mg) £ 
(5ml) KtiamtmitL'&s 3 -x h + »>*;U^-;P7 x-;^ V > 
7*-h (284mg) £ftl;U 1 ^&QlftiS2ft L fc 0 ^?nn*W7 
(10/1) T-MffltZ ->U -hfbil? h^5 7^ — {c<t t)3fitsa 

U aSO{fc^«:l 8mgs 1W2 

X H-NMR (CDClg. 5 0 0MHz) .61. 3 8 (m, 3 H) , 
3. 9 8 (s, 3H), 4. 0 5 (s, 3 H) , 4. 3 5 (m, 2H) , 6. 4 
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5 (d. J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2H), 
7. 4 0 (s, 1H) , 7. 4 7 (d, J =9. 2 Hz, 2H) , 7. 4 7 (d, 
J=8. 6Hz, 2H), 7. 58 (s, 1H) , 7. 96 (d, J = 9. 2H 
z, 2H) . 8. 0 5 (s, 1H) . 8. 1 7 (s, 1 H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H) 
MSfttfHg (FD-MS, m/z) : 48 7 (M + ) 

N- (4-^dd7x>;1/) — N' - {4- [ (6, 7->>V h*->-4-4- 
7'J;l/) ***>j 7x-;b} frl/T (16 5) 
6. 7-vM h*v-4- (4-7;;7xy + -» *yil> (52m g) * 

h^ji> (5mi) Ktosmmitzto* 4-^D7x^wvm-h 
( o . 2mi) ^jtax.. i mramf^Mm i tz 0 Vrth l t £ *:*£ jg&auK u h ;u 

i > ZZtlzZb &S<Dft£$j£ 4 3mg, W5 5 %T^^ 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1H), 7. 20 (d, 
J =9. 2Hz, 2H), 7. 32 (d, J = 8. 5Hz, 2H), 7. 38 

(s, 1H), 7. 49 (d. J=9. 2Hz, 2 H) . 7. 51 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2H) , 8. 46 (d. J = 4. 9Hz, 1 H) 
. 8. 83 (brs, 1 H) , 8. 83 (b r s, 1 H) 

©S##H! (FD-MS, m/z) :44 9 (M+) , 45 1 (M + +2) 

fUfe0lJ9 5 

N- (2->fV^ne;l/7x-;l/) -N' - (4- C (6, l-Vt 
4— fryjJlQ 7x-;H -7 1/7 (16 6) 
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6. 7-¥t h+->-4- (4-7;;7x; + i/) +7 'J > (4 4mg) £ 
h;Ux> (5m I) KftMMlj^lfctk 2-^V^nt°yl/7x^U-f V>7*- 
h (0. 2ml) £tti/ts 8 0^fBKBMIWl»ELyto M** no A/7* h 
> (10/1) TRM^S>' , J*y;U*7A^D-7'h/77>f-^«k»?fl||S!U 

1 H-NMR (CDClg, 5 0 0MHz) : 6 1. 2 1 (m. 6H) , 
3. 21 (m, 1H), 4. 04 (s. 3H). 4. 04 (s, 3H). 
6. 4 2 (m. 1H), 6. 6 3 (m, 1 H) , 7. 0 9~7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1H) 

W&ftVrm (FD-MS, m/z) :4 5 7 (M + ) 



N- {4- [ (6, l-'J* 7x-M - 

N' -7x-;l/7l/7 (1 6 7) 

6, 7-i>V h*->-4- (4-75;7x;*i/) 4-y U > (5 lmg) £ 
Ml/x> (5ml) (rlnlNtimL^ 7x-Mvm-h (0. 2ml) 
£flD;U 5 0^tl0^ftii»tLfco o u*;UA/7* h > (10/1) "C 

mmt z : s u a ^ a ? o -? h 7 * -i^t *) mm u mmoitemz 

2 lmg. JRsg4 l%T~mt: 0 

1 H-NMR (CDClg, 500MHz) :<5 4. 04 (s, 3H) . 
4. 0 4 (s, 3H) . 6. 6 1 (m, 1 H) , 7. 05 (m, 1 H) , 7. 3 
6-7. 4 4 (m, 10H) , 7. 9 9 (s, 1 H) , 8. 3 1 (s, 1 H) , 
8. 3 6 (m, 1H) 

M£*rtt (FD-MS, m/z) :43 1 (M + ) 
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HWJ97 

N- {4- [ (6, h*->-4-*y l ))l>) 7x-Jb) - 

N' - (2-- Kn7x-;U) (168) 

6, Y^-is-A - (4-7;/7x; + y) *y M > (8 3mg) & 

h;l/i> (8ml) tcflnf&r£fl?L*:&. 4--hn7x-WV->7*-h (3 

7 0mg) £jd;u 4 o^mtafmrnitio miht-atum^mnu vjix. 
>T*m&t zztizx*) mm<D<t&fa& 5 8 m g ^ w.m 4 5 %-emz Q 

X H-NMR (DMSO-dg , 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 22 (m, 
1H) , 7. 2 3 (d. J =9. 2 Hz, 2 H) , 7. 3 8 (s, 1 H) , 7. 
51 (s, 1H), 7. 62 (d, J=9. 2Hz, 2H), 7. 71 (ra, 1 
H) , 8. 11 (m, 1H), 8. 3 1 (m, 1 H) , 8. 4 6 (d, J =5. 
5Hz. 1H). 9. 62 (s, 1 H) , 9. 96 (s, 1 H) 

StSfttFrfil (FD-MS, m/z) : 4 6 0 (M + ) 

N- (2-7 ^ y 7x~;U) -N' - {4- [ (6, 7-i?/ h*v/-4-* 
yj;U) 7x-i} »U7 (16 9) 

N— {4 — [ (6, 1- : J* h + *>-4~*y U;U) 7x^} - 

N' - (2--hn7x-;l/) «>^7 (4 2mg) £N, N-5Mf\MwW*7 
S V/Hm^f-fr (12ml/6ml) fc»PU 2 0K*lMfc/<5 >>S 
^ (7 Omg) *fln;u **»fB»TSaCT3l*M!WLfco KJ6tt*«-r 

lfc„ *ET»i*«*U mM<D<t&to*3 9mg,JR$10 0%T^fc o 
1 H-NMR (DMSO-d fi , 5 0 0MHz) : 5 3. 9 4 (s, 3H) , 
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3. 9 5 (s, 3H) , 4. 7 7 (b r s, 2 H) , 6. 4 4 (d, J = 5. 5 
Hz. 1 H) , 6. 5 8 (m, 1 H) . 6. 7 5 (m, 1 H) , 6. 8 5 (m, 
1H), 7. 18 (d. J=8. 5Hz, 2 H) , 7. 34 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d, J=9. 2Hz, 
2H) , 8. 2 9 (s, 1H) , 8. 4 6 (d, 3=4. 9 Hz, 1 H) , 

8. 9 2 (s, 1H) 

©fi#tff<£ (FD-MS, m/z) :4 3 0 (M + ) 

HJ60J9 9 

N- {4- [(6, 7--^ ^->-4-^'Ji) tt->] yjL-M - 
N' - (3-- bay^-J^) OUT (17 0) 

6, 7-y> F + (4~T i J 1 * J * J 'J > (8 3mg) £ 

MU^> (6ml) \ztiammmLtz'&, 3--hP7x^Kvm-^ 

(3 8 4mg) ^sd^-s Ao^rstammm.itz 0 ^2t£?oo*;uA/:r-tr h> 

(1 0/1) -Cjg^S^U^W^^A^ovh^^^-tCcfcOmiSIU & 
m®it&ti}£4 4mg, JR^3 4%T*§rtio 

X H-NMR (DMSO-dg . 5 0 0MHz) : 5 3. 9 9 (s, 3 H) , 
4. 04 (s, 3H) , 6. 4 3 (d, J =4. 9 Hz. 1 H) , 7. 1 0 (d. 
J = 9. 2Hz. 2H). 7. 38 (m, 2H), 7. 47 (d, J = 8. 6H 
z, 2H) , 7. 5 7 (s. 1H) . 7. 8 1 (m, 2H) . 8. 1 9 (s, 1 
H) , 8. 3 1 (s, 1H) . 8. 4 6 (d. J = 4. 9 Hz. 1 H) . 8. 5 
9 (s, 1H) 

(FD-MS, m/z) :4 60 (M + ) 
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mmmi o o 

N- {4- [(6, 7 -V* h*->-4-*y'J;U) 7x^} - 

N' -*»?-;i/»U7 (1 7 1) 

6, 7-^^-4- (4-7?;7x7^-» +;-J> (5 lmg) * 
h;Ux> (5ml) l;:;ta*lj&J!?Lfc8U t?fMv->7^-h (0. 2ml) 
&JD;U 2mFTOIftil^Lfco SiE*^a*W7th> (10/1) T'Jg 

rag, JK^4 196l?^fco 

1 H-NMR (CDC lg , 5 0 OMHz) : 50. 8 7 (m, 3 H) , 1. 
2 6-1. 3 0 (m, 1 OH) , 1. 5 3 (m. 2H) , 3. 2 7 (m, 2H) . 
4. 0 3 (s, 3H) . 4. 0 3 (s, 3H) , 5. 0 4 (m, 1 H) , 6. 4 
4 (d, J =5. 5 Hz, 1H), 6. 97 (s, 1H), 7. 10 (d, J = 
8. 6Hz, 2H), 7. 41 (s, 1H) , 7. 42 (d, J=8. 6Hz, 
2H), 7. 55 (s. 1H), 8. 46 (d, J=4. 9Hz, 1 H) 

M&Wtt (FD-MS, rn/z) :45 1 (M + ) 

mmmioi 

N- (3-7;y7x^) -N' - (4- [ (6, b*i/-4-* 

JV)V) 7x-;i/} frpy (17 2) 

N- {4- [(6, 7-^h*i'-4-*y , J^) 7^-^} - 

N' - (3--Ko7x-;l/) OUT (2 8mg) £N, N- fMl>*;UA7 
U'/I»xf^ (5ml/2. 5ml) Ki£8?U 2 0 9<*IMfc'<5 A- 
ft* (9 7mg) 7K*»iB«TaaKT-3«rBB«»L^ £Jfcft£-t?5 
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H — NMR (CDC lg . 500 MHz) : <5 4. 02 (s, 3H), 
4. 03 (s, 3H), 6. 41 (m, 1 H) , 6. 41 (d, J=5. 5Hz. 
1H) , 6. 6 1 (m, 1H) , 6. 9 0 (s, 1 H) , 7. 0 5 (m, 1 H) , 
7. 09 (d. J = 8. 5Hz, 2 H) , 7. 40 (s, 1 H) , 7. 43 (m, 
1H) , 7. 4 7 (d, J =8. 5 Hz, 2 H) . 7. 5 5 (s, 1 H) , 8. 
03 (s, 1H), 8. 44 (d, J = 5. 5Hz, 1 H) 
(FD-MS, m/z) : 4 3 0 (M + ) 

mmmio2 

N-7'J^-N' - {4- [(6, 7-2/ Y*i/-4-*J U;tQ 
7±-M >y\s7 (1 7 3) 

6, 7-^h + «>-4- (4-7;/7x; + >') > (5 Omg) £ 

N, N-y>m;bA7; K (5ml) K7§J$Lfc&. 7 U ^ V >7*- h 
(0. 2ml) £Jn;U 8 0 °CT 1 5 # mamm L fc 0 RiBttlc**jD^ ft 

g?i^;u^2iHij*aiLfc^w«^*isfD^7K-c i ^L. mam* v u 

IfcftLfco «ET#«l*a*U Sat*>nnUA/7th> (10/1) 
SHI-r £ •> U * r frii 5 A ? d v h ^5 7 4 - ic «k o m! u mm®^®* 
6 lmg, W9 6 9€T?Sfco 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 0 (m, 2 H) , 

4. 03 (s, 3H), 4. 03 (s, 3H) , 5. 12 (d, J = 10. 4H 
z. 1H), 5. 23 (d, J=17. 7Hz, 1 H) . 5. 62 (s, 1 H) , 

5. 8 8 (m, 1H) . 6. 4 1 (d. J =4. 9 Hz, 1 H) , 7. 0 8 (d. 
J = 8. 5, 2H). 7. 39 (s. 1 H) , 7. 44 (d, J = 8. 5Hz, 
2H) , 7. 54 (s, 1H), 7. 75 (s, 1 H) , 8. 44 (d, J = 
5. 5Hz, 1H) 
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JttSWMt (FD-MS, m/z) :3 7 9 (M + ) 

mm i o 3 

N- {4- [ (6, 7-y> h*->-4-*y 'J ;U) 7x-;l) - 

N' - (1—*- 7 (17 4) 

6, h*->-4- (4-7;;7i;*-» > (5 Omg) £ 

(5ml) \Ctiafmmiti'&, l-i-7?-Jl-<Vi/T*-b (0. 2m 
1) ZtiatL. 2 0»iiILfco 8aE**un*;W*/7-feh> (10/1) 

4 lmg. 1R$5 2%vmt^o 

1 H-NMR (DMSO- d g , 5 0 0MHz) :<53. 95 (s, 3 H) . 
3. 95 (s, 3H) , 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 21 (d, 
J = 9. 2Hz, 2H) , 7. 38 (s, 1H), 7. 48-7. 65 (m, 7 
H) , 7. 92-8. 15 (m. 3H) , 8. 46 (d, J=4. 9Hz, 1 H) 
. 8. 8 0 (s, 1H) , 9. 2 0 (s, 1 H) 

nmfttitm (FD-MS, m/z) :46 5 (M + ) 

mmm 1 o a 

N- (2-b'7x^) -N' - {4- [ (6. 7-^^ h*>-4-*y 'J 
)V) 7xx;H (17 5) 

6. 7 -'J/ h*i>-4- (4-7;;7i; + «» +;>J> (5 2mg) & 
h;Ux> (5ml) Kto&7§ft?L*:^ 2 - K'7x^M V i/7*- h (0. 2 
ml) *Jn;U 3 O^RM&gafcLfco KflS**nn*;kk/7-trh> (10/ 

^5 6mg, JR^6 4%-d§fco 
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H — NMR (CDC 1 g , 500 MHz) : 6 3. 97 (s, 3H), 
4. 04 (s, 3H) , 6. 35 (d. J = 5. 5Hz, 1 H) , 6. 96 (s, 
1H), 7. 40 (d, J = 9. 2Hz, 2 H) , 7. 14-7. 39 (m, 
1 1H) , 7. 5 4 (s, 1H) , 7. 89 (brs, 1 H) , 8. 0 8 (d, 
J=8. 6Hz, 1H), 8. 33 (d, J=5. 5Hz, 1 H) 
JMfeWflg(FD-MS. m/z) :49 1 (M + ) 

mmmi o 5 

N- (A-3-*)l7 3.=-)l) -N' - {4- [ (6, h*->-4-4- 

JVti) ** ! A 7x^} ^1/7 (18 8) 

6, 7-vM h + ->-4- (4-7i;7xy + v') +y 'J > (5 lmg) * 
h;U^> (5ml) lcfttffc»#LfctiU 4-if^7xi;Ky->7*-h 
(0. 2ml) 9 0»iS«Lto ffi? dd WA/7t h> 

(1 0/1) 1?JRHl-rS'>y X7^*5A^dt h^5 7-f -»cJ;»)|»«Lx £ 

■©f h£<ft* 4 2 m g > JR¥ 5 6 K-C»fc 0 

1 H-NMR (CDC 1 g , 5 0 OMHz) : 6 1. 18 (m, 3H) , 2. 

5 8 (m, 2H) , 3. 9 9 (a. 3H) , 4. 0 2 (s, 3 H) , 6. 3 9 
(d, J = 5. 5Hz, 1H), 7. 0 7 (d, J=9. 2Hz, 2H) , 7. 

1 1 (d, J = 7. 9 Hz, 2H) , 7. 2 5 (d, J = 8. 5 Hz, 2H) , 

7. 40 (s, 1H), 7. 42 (d, J = 8. 5Hz, 2 H) , 7. 55 (s, 

1H) , 7. 6 0 (s, 1H) , 7. 8 1 (s, 1 H) , 8. 4 3 (d, J =4. 

9 Hz, 1H) 
®S#flHI (FD-MS, m/z) : 44 3 (M + ) 
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H»J10 6 

N-K>yV;l/-N' - {4- [(6, 7 - : J / h*->- 4 -*J U )l) 
•>] 7x-M 1/7 (18 9) 

6. b*f-4- (4-7;;7x7 + y) +yj > (5 2mg) £ 

h;Ux> (5ml) izUafmmttz^ 'OvMMvm-h (0. 2ml) 
*m*-* 50fimmMMMLtz o ^?no^A/7th> (10/1) T 

1 lm g> Wmi 5KT?ftfco 

1 H-NMR (CDClg, 500 MHz) :<54. 06 (s, 3H) , 4. 

07 (s. 3H) , 6. 49 (d, J=4. 9Hz. 1 H) , 7. 20 (d, J 
= 9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (m, 2 H) , 7. 5 

8 (s, 1H), 7. 65 (m, 1 H) , 7. 71 (d, J=9. 2Hz, 2 H) 
. 8. 04 (d, J=7. 9Hz, 2 H) . 8. 50 (d, J=5. 5Hz, 1 
H) , 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

3C»##HI (FD-MS, m/z) :44 3 (M + ) 



^te^J 10 7 

N-xh*i/a;M?-jl/-N' - {4- [(6, 7-^j< Hr->-4— *7'J 

7x-Jb} frU7 (19 0) 
6, 7-S?y Hr->-4- (4-7;;7x;+>» +yj > (5 2mg) & 
h;Ui> (5ml) lcfln&^8?Lrt:^ xh + yAM'-M7->7^-F 
(0. 2ml)£Jo;U 1 5#NHnaM»KLfco n n*;bA/7-fe h> 

(i o/i) -ejg^-r-5>"j^y^7A^DT h^^-icj^awiu s 

JBO^b^tt* 2 0 m g. JR* 2 8 %-?®tz 0 

1 H-NMR (CDCL, 500 MHz) : 6 1. 37 (t, J =7. 3H 
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z, 3H). 4. 10 (s, 3H), 4. 17 (s, 3H), 4. 31 (q, J 
= 7. 3Hz, 2H) , 6. 7 0 (d, J = 6. 1Hz, 1H) , 7. 2 0 (d, 
J = 8. 6Hz, 2H) , 7. 64 (s, 1 H) , 7. 72 (d. J=9. 2H 
z, 2H). 8. 12 (s, 1H), 8. 50 (d, J = 6. 7Hz, 1H), 
10. 08 (s, 1 H) 
K*##rM (FD-MS, m/z) :411 (M + ) 

mmmi os 

N- {4- [(6, h*S/-4-*y UJIO 7x-jM - 

N' - (2-y^;U7x-;l/) frUT (5 6) 

6, 7-^h^->-4- (4-7;;7x; + v') *>"J > (51m g) £ 
MUjc> (5ml) tC3S0Jft*«PLfc^ 2-y^7xiMvm-h 
(0. 2ml)^ N 1 5^H2BfllMI«ELfco o o*;l,A/7-tr h ^ 

(1 0X1) -r®^-5i/'J*y^7A^n^h^77^-ic«k|9^U ^ 

1 H-NMR (CDClg, 5 0 0MHz) : 82. 2 0 (s, 3H) , 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q, J = 7. 3Hz, 
2H), 6. 40 (d. J = 5. 5Hz, 1 H) , 7. 05~7. 20 (m, 6 
H) . 7. 39 (s. 1H) . 7. 42 (d. J=8. 5Hz. 2H) . 7. 5 
5 (s, 1H) , 7. 60 (d, J = 7. 9Hz, 2H) , 7. 80 (s. 1 H) 
, 8. 45 (d, J = 5. 5Hz, 1 H) 

(FD-MS, m/z) :42 9 (M + ) 
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mmm 109 

N- {4- [(6, 7-->7 ht->-4-^;'J^) t^->] 7z-;b} - 
N' - (3-y f;b7x^) frU7 (5 5) 

6. 7-v>y h + (4-7;>'7t;*i/) *>"J > (5 lmg) £ 

h;Ui> (5ml) fciHfifc**¥LfcSU A7xiMvm - h 

(0. 2ml)£fla;U 1 5#HJraJ!!««Lfco □ o*;UA/7-t? h> 

(1 0/1) T«m.mt&i'V* j fj\<iJ7^?v-?by77<-fc±mmu & 

1 H-NMR (CDC 1 3 . 500 MHz) : 5 2. 32 (s, 3H), 
4. 02 (s, 3H). 4. 04 (s. 3 H) , 6. 43 (d, J=5. 5Hz, 
1H) , 6. 93 (d. J = 7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H) , 7. 4 1 (s, 1H) , 7. 4 4-7. 4 7 (m, 3 H) , 7. 56 (s, 
1H) , 8. 4 6 (d, J =5. 5 H z, 1 H) 

mmftmm (FD-MS, m/z) :42 9 (M + ) 

mmm no 

N- (2-7^07x^1/) -N / - {4- [ (6, 7-i>* h*i/-4- 

*^i/3 7x-;l^} frU7 (60) 
6, 7-SM r*>-4- (4-7^y7xy + » (5 lmg) £ 

h;bx> (5ml) CMML^I 2-7;l/to7x-;Kv->7^-h 
(0. 2ml) £Jn*.s 15^fBaa*Wt«EL^ 0 gat*^an*;UA/7-bh> 

(i o/i) -ejg^-r^^u^y^^A^o-eh/^^^ -{cJ:«9mSU S 

M©{t£«r5 4mg. JR^7 3%^fc c 

^ H — NMR (CDC1 3> 500 MHz) : <5 4. 01 (s, 3 H) , 
4. 04 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) . 6. 97- 
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7. 0 4 (m, 2H) , 7. 10-7. 1 2 (m, 3 H) , 7. 4 2 (s, 1 H) 
. 7. 4 9 (d, J =9. 2 Hz, 2 H) , 7. 5 7 (s, 1 H) , 7. 7 3 

(s, 1H) , 8. 1 7 (m, 1H) , 8. 3 5 (s, 1 H) , 8. 4 8 (d, 
J=5. 5Hz, 1H) 

SMbMJHi (FD-MS, m/z) :4 3 3 (M + ) 

nmmi 1 1 

N- {4- [ (6, l-'Ji Y**/-A-*J IW y*-M - 

N' -yobVl/^UT (19 4) 

6, 1- : J* h + v-4- (4-7;;7 i ;+-» +y "J > (5 4mg) £ 
N, N- ^y^;U7*;UA7^ K (3ml) Kj&$L/^U "/n eVU>r 7 <>7* 
-h (0. 2ml) £fln* x 80tT24^MHfi!Lfc o S«?ttK7K*Jni> 
^K^^^T2[£l^aiL^W^^Sa?D^*-e^t. fcTfcBffl** h »J 
tr^Lfco &ETr§J££©£U glt^ao^A/7-fc h> (10/1) 

5 9mg. JR$8 4%T*§fco 

1 H-NMR (CDC 1 g , 5 0 0MHz) : 6 0. 9 3 (m, 3 H) , 
1. 5 5 (m, 2H) . 3. 2 4 (m, 2 H) , 4. 0 2 (s, 3 H) , 
4. 02 (s. 3H), 5. 47 (t, J = 5. 5Hz, 1H), 6. 41 (d f 
J=4. 9Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 39 

(s. 1H), 7. 43 (d, J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
7. 60 (brs, 1H), 8. 44 (d, J=5. 5Hz. 1 H) 

KM&Vm (FD-MS, m/z) : 3 8 1 (M + ) 
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mmmi i 2 

N- {4- [(6, l-'J* Y**/-A-*J l )Jl) **r : s1 7x-JU} - 
N' - (4-7x-MM'^l/7x^l/) 0b7 (19 5) 

6, 7-SM h**>-4- (4-7;;7x; + -» +y «J > (5 4mg) £ 
HUi> (5ml) IcSBU MJ7*xy> (5 3mg) ^Uu^ 2 0#PdWn 
ijULfco SJ£5liSi:4-7;;<> , /7x;> (8 5mg) £fln*^ 1« 

fltee^U ^^oDtJbV7*F> (10/1) -zmfttZl/Viiffr 

*7A^D7h/77>f-ia^iiu mmcDit&mti 9mg. jk$2 i% 

1 H-NMR (CDC lg , 5 00MHz) :64. 01 (s, 3 H) , 

4. 0 4 (s, 3H) , 6. 4 4 (d, J =4. 9H z, 1 H) , 7. 1 2 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 46-7. 80 (m, 

1 2H) , 8. 14 (s, 1H) , 8. 3 0 (s, 1 H) . 8. 4 7 (d, J = 

5. 5Hz, 1H) 

©fi##HI (FD-MS, m/z) :519 (M + ) 

mmmi i 3 

N-'sfry/^-N' ~ (4- [ (6> h*->-4-*>"J;l,) 
7x-;H »i/7 (19 6) 

6. 7-vM h*i/-4- (4-7;;7x; + y) +/'J> (52mg) £ 
N, N-y^f;b7*^7; K (3ml) {C&jgL£:&> ^Wvi/T* 
(0. 2ml) £flD;U 6 OtTFl 5^toirft^Lfco KJEttfcjJcfcJn*., 
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-efflklfzo &ETtm*mikL E&*9uu*)\,2*/7*Yy (10/1) 

6 3mg, W.m8 4%-C*mtLo 

*H-NMR (CDC l 3 , 5 0 0MHz) .6 0. 8 5 (m, 3H) , 
1. 2 5-1. 4 7 (m, 6H), 1. 50 (m. 2H) , 3. 26 (q, d = 
6. 7Hz, 2H), 4. 02 (s. 3 H) , 4. 02 (s, 3 H) , 5. 68 

(brs, 1H). 6. 40 (d. J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 94 (s, 1 H) , 8. 43 (d, J=4. 
9 Hz, 1H) 

ItMt (FD-MS, m/z) :4 2 3 (M + ) 

m&mi 1 4 

N- (5-^>y_;l/) -N' - {4- [ (6, 7- f Jt h*->-4-*/ U 
;U) frU7 (19 7) 

6, h+^-4- (4-7;;7x/ + -» ^/'J> (5 lmg) £ 

hJV^> (5ml) fcBWU h*)7*x*f> (5 4mg) Ztiaz.^ 1 2#figflQ 

mmmitio mm.^A-7u -r>y> (3 6m g ) 3 6£MAtiNtii 

IteU SI2c£?nn*;l,A/7-tr h > (10/1) T"Jg&8tS »J tiVfrij? 

j*?w?hy?7>! -jcfcofloiu m&ofc&mzi 3m g , jr*i 6%-ci# 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 0 4 (m, 2H) . 
2. 82~2. 86 (m, 4 H) , 4. 01 (s, 3 H) , 4. 03 (s, 3 H) 
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, 6. 4 0 (d, J = 5. 5 Hz, 1 H) , 7. 0 3 (m, 1 H) , 7. 0 8 
(d, J=8. 5Hz, 2H) , 7. 13 (m, 1 H) . 7. 32 (s, 1 H) , 

7. 4 0-7. 5 7 (m, 6H), 8. 44 (d, J=4. 9Hz, 1H) 
liMI (FD-MS, m/z) :4 5 5 (M + ) 

H»J1 1 5 

N- (3, A- 9 J* h*->7x~;U) — N' - (4- [ (6, 

-4-*yj;u) 7x-;b) frur (19 8) 

3, h + ->T-U > (42mg) *h;bx> (5ml) lz»«?U f* 

»J**Y> (24mg) *Joix 2 2^B8ftI«a«ELfco RJ&ttfc6. 7-v>V 
h + ->-4- (4-7U7xy + -» +;>J> (5 lmg) (5 2mg) ^r»n 
1 8^WJDfftjl«ELfco RJ&ttfcftlfck*-*- h >J ^ATkfc&Srjta*., ftifcx 

L^o *ffiT**fc*«*U 8BlE*^DD*;bA/THrh> (10/1) T-MM 
t-5>"J*W7A^o?h^7>f-i:«J;*3<lfiU ^g<Dft£«-l 5m 
gx K*l 8%Tfifc 0 

1 H-NMR (CDClg, 500MHz) : 5 3. 84 (s, 3H). 
3. 85 (s, 3H), 4. 01 (s, 3H), 4. 04 (s. 3H), 

6. 43 (d. J=4. 9Hz. 1 H) , 6. 7 5-6. 8 0 (m, 2H), 

7. 1 0 (d, J =9. 2 Hz, 2H) , 7. 1 6 (s, 1 H) , 7. 3 8 (s, 
1H) , 7. 4 1 (s, 1H) , 7. 4 5 (d, J =8. 5Hz, 2H) , 7. 

5 6 (s. 1H) , 7. 5 9 (s. 1 H) . 8. 4 6 (d, J =4. 9 Hz. 1 
H) 

mmftftm (FD-MS, m/z) :4 7 5 (M + ) 
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nmmi 1 6 

N- (3, A-^Vyi/**:yy *.-)V) -N' - {4- [(6, 7-i?/ 
Y*~s-A-*J *)Jl) **-y] y*-M VUT (19 9) 

3, 4-x.?-l;yis*3-i/T-i) y (8 0mg) £h^x> (5m L) 
U h'JxW;>(0. 5 m 1) *l3az-fi:'&V 'JW> (5 Omg) £fln 
lUFIJQiMLfco SMi:6, 7 - V * h *y- 4 - (4-7^:7* 
/ + *y U y (5 2mg) £fln;^ 1 0 0#ffliD*&a«ELfco SJCttlcftK 

*;UA/7-feh> (10/1) -^KHaf *->y/yy^*7^^DT ^'574 - 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 63. 94 (s, 3 H) , 

3. 94 (s, 3H) , 4. 19-4. 2 1 (m, 4H) , 6. 4 3 (d, J = 

4. 9Hz, 1H), 6. 74-6. 78 (m, 2H), 7. 09 (s, 1H), 
7. 17 (d, J-9. 2Hz, 2H) , 7. 37 (s, 1 H) , 7. 5 1 (s, 
1H) , 7. 56 (d. J = 8. 5Hz, 2H) , 8. 45 (d, J=4. 9H 
z, 1H), 8. 47 (a, 1H), 8. 69 (s, 1 H) 

©S##flS (FD-MS, m/z) :4 7 3 (M + ) 

mmmi 1 7 

N-y^jb-N- {4- [ (6, 7-s*y h*->-4-*y W 7 
— N" - (4 -y h**>7 jl-;I/) 7U7 (2 0 0) 

(0. 2 7ml) 1:^8 (0. 13ral) ^ 6 0TTF 2 Baffin 
WWLfc. raicf t Ko77> (8ml) K&j|?L*:6, 
**>-4- (4-7;y7xy+-» *y y > (3 0 3mg) £fln;Ls m&izx 
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EETigf§£a*u on*u/7t h > (lo/i) -essays *>y 

*W7A^D7 h/77<< -Icfc&flWHU 6, h*->-4- (4 

-*;b;^7;;7x; + '» 'J >£3 2 7mgi/: c 
d©6, 7-^y h+i/-4- (4-*/U^7 ^ J 7x;+y) *y 'J > 
(3 1 7m g) ^fh5t Ko7 7> (9ml) i:jS»Lx **ffcTA S A 
Uf-^A (181m g) £flD;U ^&KT2B#Pig}£#l£o RJft&KlUbT 

-fe yy (l o/i) rjggi-rs^u/7y;i/^^A^ o-7 h^^^^f -{cj:«9fs^ 

U 6, h*'s-4- (4-yf^7;/7xy+y) *y U >£2 3 

9mg^#/c 0 

CO 6, 7-5>y h*->-4- (4-yW;;7x; + i/) *y U > (4 
9mg) £h;Ux> (5ml) i:*Mt/:^ 4-/- h + ->7x-MV-> 
7*-h (0. 2ml) trflniu 1 2V$ffim&Mffi,ltz 0 ^it^? no*;UA/ 
7-bh> (1 0/1) Tg^^U rtWrt^A^ov Yf^H -K£*)*g 
MU £S©ffc£«-4 7mg. «*5 1Xf»fco 

1 H-NMR (CDCl g , 500 MHz) : <5 3. 38 (s, 3 H) , 
3. 77 (s, 3H), 4. 05 (s, 3 H) , 4. 06 (s, 3 H) , 

6. 14 (br s, 1H) , 6. 5 9 (d. J =5. 5 Hz, 1H), 6. 8 2 
(d, J=9. 2Hz, 2H), 7. 21 (d, J=9. 2Hz, 2H) , 

7. 29 (d, J=9. 2Hz, 2 H) . 7. 44 (d, J = 8. 6Hz, 2 H) 
. 7. 45 (s, 1H) , 7. 52 (s, 1 H) , 8. 5 5 (d. J = 5. 5H 
z, 1H) 
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MbWftt (FD-MS, m/z) :4 5 9 (M + ) 
HJfe^J 118 

N-yf-;b-N-7jo-;U-N / - {4- [ (6, 7-V* H4-V/-4-*/ 
■;^) ^i/] 7jl-;1/} »7U7 (2 0 1) 

6, 7-yV h + i/-4- (4-7i;7x; + y) *y 'J > (72mg) £ 
b;Ui> (7ml) KJK&U (52mg) ZMA.. 3^HBM^M 

tiiltio SiS^N-y^T-'J> (0. 0 5ml)^ 1 BfflHDMXffi 

£U i$^^DD*;l/V7-lrh> (10/1) "CM^^-S '> U ijYJUii 7 A 

1 H-NMR (CDClg, 500 MHz) : <5 3. 37 (s, 3H), 
4. 04 (s, 3H), 4. 04 (s, 3H), 6. 32 (b r s, 1 H) , 
6. 41 (d, J=4. 9Hz. 1H), 7. 07 (d, J=9. 2Hz, 2H) 
, 7. 37-7. 53 (m, 8 H) . 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1H) 
MbWHI(FD-MS, m/z) :42 9 (M + ) 

396*11 19 

N-^f;l/-N- (4-^t->7i-;l/) -N' -^f^/-N' - {4- 
[(6. 7-?/ b*i/-4-*SV)D 7*—M -7U7 (2 0 2) 

N- (4-y h + i/7x-;l/) -N' - {4- [ (6, 7-5>y h**>-4- 
+ yj;U) 7x-JH (9 9mg) £N, N-iM^;U*;l,A7 

5 K (3ml) IcjWUU (4 2mg) £fln*.> £fifcT2 0 
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#p a i«#Ljt&3'Mfcy^ (o. 0 3mi) fcjoA, mmsrfmmmitio 

ac£?ou*;UA/7-t? h> (10/1) ■CgHtS > > , J^I'*7A^n7h 

* H-NMR (CDClj, 500 MHz) : S3. 23 (s, 3H), 

3. 24 (s. 3H), 3. 75 (s, 3H) , 4. 05 (s, 3 H) , 

4. 06 (s, 3H), 6. 27 (d, J=5. 5Hz, 1 H) , 6. 69 (d, 
J = 8. 5Hz, 2H), 6. 81 (d, J=9. 2Hz, 2H), 6. 89 
(d, J=9. 2Hz, 2H) , 6. 91 (d. J=9. 2Hz, 2 H) , 7. 

42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d. J=4. 9Hz, 1 
H) 

H*»«ftt (FD-MS, m/z) :4 7 3 (M + ) 

^fifeflll 2 0 m*m) 

3. 4 -^j>DQ7x-;l/4-y Hri/7x.=JMr h > 

rtTBRo a n ©- h n / ^ > (1 0m 1) TUjES©T-V-^ (1. 0 8 1 g) 
irtTBRS,©3, 4-y^DnK>'/^fjl/?aiJK(2. 0 9 5 g) <trfjflRffi©>f 
vfJUftfACIII) h'j7Moy^>x^t4-h (6 2 0mg) fcJD^U 
6 0^fcT81$IBHI#Lfco ££&£^£*£?nD*;UAT#IjgU ^dd* 

»B©flS^«I*2 7 Omgs 0KT?»fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 90 (s, 3H) , 
6. 98 (d, J=9. 2Hz, 2H), 7. 56 (s. 1 H) , 7. 58 (d, 
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J = l. 8Hz, 1H), 7. 79 (d, J=9. 2Hz, 2H) , 7. 84 
(d, J = l. 8Hz, 1H) 

K3##Ht (FD-MS, m/z) :2 8 0 (M + ), 2 8 2 (M + +2) 

mzmi 2 1 

HMU 2 0t?^fc3, 4-^ao7i^ 4 -^ h + '>7*-^ >r b 
> (2 3 5mg) ^^dd^> (2ml) KfcJffU ##T1. 0M*n> 
MJ^o; K-S**noy*>»tt (7ml) £Jd*^ Sfi* 2 ttfltl* L 

£$j£l 7 3mg x i&mi 7%T'^yt 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) :<56. 91 (d, J = 
8. 5Hz, 2H) , 7. 62 (dd, J = l. 8. 8. 6Hz, 1 H) , 
7. 68 (d, J=8. 5Hz, 2H) , 7. 80 (d, J=7. 9Hz, 1 H) 
. 7. 85 (d, J=l. 8Hz, 1H), 10. 55 (s, 1 H) 

WM&Vrm (FD-MS, m/z) :26 6 (M + ) . 268 (M + + 2) 

2 2 

{4- [(6, 7-yyh^->-4-^ l J^)t4->] 7x-;b) (3. 4 
-^pp7x-^) (17 7) 

7;b=f>a«rF % «m2 1T»fc3. 4-^on7x-^ 4-fcKo 
+ '>7x^ >rb> (154mg) 1 4 - i?/ *Jl7 t° >J *J> (77mg) 
(5m 1) tt^A*lM&*«#l*:o 3W4-^nn-6, 7- 
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zmn&mjkm- v u * dimwit ? □ u^^Ar^m^ ? 

mm(Dit&®*8 lmg, JR*3 l%T8fc 0 

1 H-NMR (CDC lg , 5 00MHz) :<54. 03 (s. 3H) , 
4. 0 7 (s, 3H) , 6. 6 8 (d, J = 5. 5 Hz, 1 H) , 7. 2 8 (d, 
J = 8. 5Hz, 2H), 7. 46 (s. 1H), 7. 47 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 1 H) , 7. 66 (d d. J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2H), 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d. J=4. 9Hz, 1 H) 

MJMfrffi (FD-MS, m/z) : 4 5 3 (M + ) ,4 5 5 (M + + 2) 

4- (4-b Kat'X>'/>f Jb) ^yV-r-h'J^ 

H*fe0J2 2-e^fc4- h «J-n-^f-^f->- l -y h*->;» f^7*; -;U 
(1. 2 8 2 g) t$I D D p©4-v/7M>^J^D«J K (4 9 7mg) 
nn*U (5ml) £j»*U iUflSS© k'X (h'j7x-;^X7-f » ^5 
v?7A (ID ^n'J K (8mg) &A*U 1 lB$p H M^&Klfc 0 Kl&SMffc 

7A«Lfc 0 «ffiTiaF«e*«»fcgl» (8 5 9mg) £-r h 5 t Ko 7 5? 
> (2ml) {cjgfl?$-t*\ * (5ml) t 6 N£I?7k*§& (1 2ml) £fln*T 
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DfitSUU lfflOft^2 5 0mg. JR¥3 7K-C-»fc 0 

X H-NMR (DMSO-dg. 500 MHz) : 5 6. 91 (d, J = 
9. 2Hz, 2H) , 7. 67 (d, J=8. 5Hz, 2 H) , 7. 80 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2 H) , 10. 57 
(s, 1H) 

liMKFD-MS, m/z) : 2 2 3 (M + ) 
9960112 4 

4- {4- C (6, 7-^yh^->-4-^;'J;l/)t^->3 ^>'/-(;l/} K 
>»/.=. M;U ( (17 8) 

TJi^>mmrf. mmmi2 3^fz4- u-t Ko+voy^^) ^> 

y-hU;U (2 3 0mg) <!: 4 - $ J t° U (13 8mg) S-*^ 

U> (5ml) ^Atl^fitHlffLfco lNHSB&4-*ao-6, 1- : J* Y 
*v*J *)> (2 3 Orag) £Jq*. % 2 ONfTO^SML^o &£*I&$j£t&ftI 

•Hk Hfc^nn*;l/A/»i|i^;U (5/1) T«H"T53ili-> U *y/b* n 
7hr7 7^-iai3^U 3bH©ft^ft*l 9 9mg, TOM 7KT?»fc 0 

1 H-NMR (CDClg, 500 MHz) : <5 4. 03 (s. 3H), 
4. 06 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) . 7. 29 (d, 
J = 8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 46 (s, 1 H) , 
7. 82 (d, J = 7. 9Hz, 2 H) , 7. 90 (d, J = 8. 6Hz, 2 H) 
. 7. 91 (d, J=8. 5Hz, 2H), 8. 60 (d, J = 5. 5Hz, 1 
H) 
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MbWHI (FD-MS, m/z) :410 (M ) 
fgffittl 1 2 5 (#%0I) 

rfrlSiS©- hn^ (10ml) «K rfJIRfiOT- V -)l (1. 0 8 1 g) 
iTfflRS© 2 - y ^l/'OW Ma'JK (1. 5 4 6 g) tffiB&iS©-* ? f-Jl 
t**A(III) h >)7)l*aJ ?>X)l*%- h (6 2 0mg) £2lD;U 6 0*0^ 

T7HiaiijfLfco mxm&*i*9&mi 2 o tmrn^mx-mmu mmoit 

6 7 9 g. JR*7 4%T*#fc 0 
I1MKFD-MS, m/z) :22 6 (M + ) 

HWJ12 6 (##0J) 

660 g) ^dd^A (1 0ml) IC&JBU *»T1. 0M*'o>HJ7 
F-^od^>M (2 9ml) £flD*.x M£#i£#L;fco lBfeiK#& 
Sl:l. 0M#a>hiJ7DS h-^na^« (1 5ml) £flD;U M 

5 0 1 g. iR$9 6%T#yr 0 
1 H-NMR (CDC lg , 5 0 0MHz) : 62. 3 0 (s, 3H) , 

6. 87 (d, J = 8. 5Hz, 2 H) , 7. 22-7. 29 (m, 3H), 

7. 37 (td, J = l. 2. 7. 3Hz, 1 H) . 7. 73 (d. J = 8. 5 
Hz, 2H) 

n&fttfm (FD-MS, m/z) : 2 1 2 (M + ) 
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H»J12 7 

{4- [(6, 7-^h^->-4-t; i i^) ^y] 7x-;b} (2-/ 
^;U7x_;tQ / $ j > (1 8 0) 

x-^ *rb> (1. 3 3 4g) i4-^/Wiye'Jy> (84 5rag) 
£*i/l/> (15ml) tp^Atim&tp&ft IfZo 1B#Fb1&4-?od-6. 7 
-v?y b*i/*y »J > (1. 4 0 6 g) £flQ/U 2 3NfP^D^S«tLfco SftiS 

>/&Mx.?-jlT'%m(0'& fan *)l AT'Jg^t 5y^^^D7^77^ 
-KJ:f)*jfS!^ Mlc\*-»f>/7-fe h> (2/1) TSUBt-^jlv' U 

twihr^yj-iz^iommu mMoit&mzi. 2 5 8 g> ir^so^t- 

1 H-NMR (CDClg, 500MHz) .6 2. 37 (s, 3H), 
4. 02 (s, 3H), 4. 06 (s, 3 H) , 6. 65 (d, J=4. 9Hz, 
1H) , 7. 2 3 (d, J =8. 6 Hz, 2H) , 7. 2 5-7. 3 5 (m, 
3H) , 7. 3 9-7. 4 2 (m, 1 H) , 7. 4 5 (s, 1 H) , 7. 4 6 

(s, 1H), 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=5. 
5Hz, 1H) 

gMftVrm (FD-MS, m/z) : 399 (M + ) 

mmm 128 

(3- [ (6, h*->-4-*7 UJlQ 7x-;^ 7x_;M 

(i8i) 

4-? an- 6. Y*i><*; U > (1 1 2m g) irfjHR£©3-t K 
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D + >X>y7x;> (2 9 7mg) ZM&U 1 7 Ot^l Oftmmftliz'ik, 
SiSM^^^+if >/T4r h > (2/1) -ZMffltZMm^ U iifjlir a-? h 
/5 7-f-lc«k(5«HjU «H©^k^ft*l 2 6mg x JR¥6 5%-e»fc 0 

*H-NMR (CDClg, 90Mz) : 5 4. 04 (s, 3H), 4. 05 
(s, 3H), 6. 5 3 (d, J =5. 3Hz, 1H), 7. 34-7. 88 
(m, 11H), 8. 53 (d, J=5. 3Hz, 1 H) 
(FD-MS, m/z) :38 5 (M + ) 



5IWJ2 2-d§rt:4- h y-n-yf-;uf->- l - /* h x y 

(1. 2 82g) i»©2-7D-r;^DiJ K (3 9 2mg) ^nn*i 
A (5ml) fci&BU (h 'J 7x^*77^ » ^vv^A 

(ID ^o'J K (8mg) £A*U 1 ltfRHBfcLfco Kft&&tt£%ttffl2 3 

Lfco WSrfmmm^mitnm. (6 6 2mg) £f- h?bKn77> (2m l) 
Ktm^s 7K (5ml) £6N£ifck?§fc (12ml) 3 $RUMIUB 

8mg, J»3 9%Trf#fc 0 

1 H-NMR (DMSO-dg , 500 MHz) .6 6. 76 (dd, J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J = 8. 5Hz, 2 H) , 
7. 33 (d, J=3. 1Hz, 1H). 7. 87 (d, J=8. 5Hz, 2 H) 
, 8. 06 (d. J = l. 2Hz, 1H), 10. 39 (s, 1 H) 

MatfrU (FD-MS, m/z) :188 (M + ) 



WO 97/1 7329 



12 5 



PCT/JP96/03229 



HJ60J13O 

2-7P-OU- {4- [ (6, h*->-4 -*J 'J;U) 7i 

(18 2) 

7^^>St«rF x Hife0>Jl 2 9 7fifc2-7D>fA 4-tKn + ->7x^l/ 
^h> (205m g) i4-->yf-;UT^ 7 t°U ^> (1 4 6mg) ^yl/ 
> (5ml) *-\Atl^^^Lfc 0 H$|gfc4-*nn-6, 7-->V h* 
U > (2 4 4mg) £iD;t N 2 OB^Jnl^MLfco %.&m&&l*:mu&i 

^an*;l/A/ft»jc.f-;U (5/1) TKBif *«li'> U d^? h r 

77^-lcJ:t)|||S!U mm<Dik&®£l 92mg, JR*4 796-e»3t 0 

1 H-NMR (CDClg. 500 MHz) :<54. 03 (s, 3H). 
4. 0 7 (s, 3H) , 6. 6 3 (d d, J = l. 8, 3. 7 Hz, 1H), 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J = 8. 5Hz, 2 H) 
, 7. 3 2 (d. J = 3. 7 Hz, 1 H) , 7. 4 7 (s, 1 H) , 7. 4 8 
(s, 1H), 7. 73 (d, J = l. 8Hz, 1 H) . 8. 14 (d, J = 
9. 2Hz, 2H). 8. 58 (d, J = 5. 5Hz, 1 H) 
K»##HI (FD-MS, m/z) : 3 7 5 (M + ) 

nmm 1 3 1 <&%m) 

miSn D DO-hDy ^> (5ml) <k mSSaOT-V-^ (5 4 1mg) irfJ 

WW K (7 7 3mg) tTtiWL&VXJ] > ^-7^ 
(III) h 'j7;btDy *>x;l,**- h (4 9mg) S-flDx.. 6 OTlfcTllfefl! 
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5 m g. iR^5 
Ka##HI (FD-MS, m/z) :2 2 6 (M + ) 

1960913 2 (#%0J) 

(603m g) ^y)nn^> (3ml) KjgtfU *#T1. 0M**a> h 
'J7oS K-^ony^>»» (11ml) £flnx.. M*«#Lrt:o 2 2B£ 
M»RJfc»^£fSJfcWl 2 1 £H«0#ffiT?*iJiU 3M®fl:£4&£3 l 6 m 
g. W5 6%-T^fco 
1 H-NMR (DMSO-dg , 500 MHz) : 6 2. 38 (s. 3H), 

6. 89 (d, J=8. 6Hz, 2H) , 7. 37-7. 47 (m, 4H), 

7. 65 (d, J = 8. 6Hz, 2H). 10. 42 (s, 1 H) 

(FD-MS, m/z) :212 (M + ) 

fUSflll 3 3 

{4- [(6, 7-^n^-4-^'J^)^->] 7x-;l/} (3-^ 
^;i7^_;i) y > (18 3) 

T >»»Tx HWJ 13 2 Tfifc 4-tKo + ->7x^ 3 - ^ 
*.=jl, >7-h> (307m g) i 4 - 5 y b°U 5>> (19 4mg) £ 

**l>> (5ml) *^AtiS«4«^Lfco H5M&4 -*oo-6. 7-5* 
y Hr->*y'J> (32 4mg) *Jd^x 2 3B#P«gjJD&&8felrt:o KtftfS&$j£ 
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1 H-NMR (CDC1 3> 500 MHz) : 6 2. 44 (s, 3H) , 
4. 03 (s, 3H), 4. 06 (s, 3 H) , 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J=8. 6Hz. 2 H) , 7. 38 (t, J = 7. 3H 
z, 1H), 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 

7. 49 (s, 1H), 7. 59 (d, J=7. 3Hz, 1H), 7. 64 (s, 
1H), 7. 93 (d, J = 8. 6Hz, 2H), 8. 57 (d, J = 5. 5H 
z. 1H) 

WMftVrm (FD-MS, m/z) :3 9 9 (M + ) 

mmmi 34 (#%#d 

4-I:Kd4 1 ->7x-;1/ 4-— hP7x- ;l/ »h> 
^»J2 2lf^4- hU-n-y^l/f->-l-y h*->^ ^ y 
(1. 2 82g) <tmiR5 3 n©4--l>D^>V > 'f^^D'J K (5 5 7mg) 
do*;UA (5ml) fcjgJgU rfrl£iS0b*x (h'j7x-;^X7^ » /*5 

(id ?ou k (8m g ) *a*u 2 3#mijaimmLte 0 Rfam&m* 

•7A-elfc^Lfco «BET^®*^fcS!i (1. 047 g) ^rh7tKn7 
y> (4ml) tK (5ml) £6Nig&7k7§ft (1 5ml) £2jn*. 

TisfejDiftaMLfco Kfc&£m*w&m\ 2 z tmmojj&rimu mmo 

4t&®}£ 3 9 8 m g N 5 5 %THfc 0 

X H-NMR (DMSO-dg , 5 0 0MHz) : 6 6. 9 2 (d, J = 

8. 6Hz, 2H), 7. 69 (d, J = 8. 6Hz, 2H). 7. 89 (d. 
J=8. 5Hz, 2H). 8. 36 (d, J=8. 5Hz, 2 H) , 10. 62 
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(s, 1H) 

MbMJftt (FD-MS, m/z) :2 4 3 (M + ) 
HJfcflll 3 5 

{4- [(6, 7 -if* h*i/-4-*S 7*-^} C4-- 

hD7x>;i/) > (18 4) 

x^U >y h> (3 7 Omg) £4-9*3-^7 i J f'J 5?> (2 0 4mg) £ 
*->l/> (5ml) ^A*lSfi*»ffLfco lB#P a ^4-^DD-6, 
yh*«>*y'J>(340mg) *Joit> 2 3 NfPJ]J0*W1«E L fc 0 
gffiftll 3 0 £l^©7j&T~4OTU &&Q>\tG®*2 3 8m g> JK^3 6%T- 

1 H-NMR (CDC lg , 5 0 0MHz) :«54. 03 (s, 3 H) , 

4. 07 (s, 3H), 6. 69 (d. J=4. 9Hz, 1H) , 7. 29 (d, 

J=8. 5Hz, 2H) , 7. 44 (s, 1 H) , 7. 47 (s, 1 H) , 

7. 93 (d, J = 9. 2Hz, 2 H) , 7. 96 (d, J=8. 5Hz, 2 H) 
, 8. 37 (d, J = 8. 5Hz, 2 H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

gMftftm (FD-MS, m/z) :430 (M + ) 

mmmizG (#%w) 

4-bKo^'>7x-;l/ 3, 4-yfl/>^->7x-^ frh> 

(1. 2 82 g) tW®L&<Dt''<n-u<<)H?ni) K (6 6 4mg) £*nD* 
(5ml) KfcJBU rUlga©k*X (MJ7x-M^7^» A7^9A 
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(id *du k (8m g ) zAti, mmmmmitzo mxm&to&mtem 2 3 

Lfco ttBET*«ES*a»fc»* (1. 0 3 0g) ^fF?t Kd77> 
(2ml) tK (5ml) £6Nttfflfcjc*tt (12m I) ^rJn^T 

10.5 $ffltn*ta*iE l tz Q Rfom&btmmm 1 2 3 £ inn*® #are«ia l , 

&m®<t&&}$:2 12nig> 4X^2 9%"ef§fco 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 56. 15 (s, 2H) , 
6. 8 8 (d, J =8. 6 Hz, 2H) , 7. 04 (d, J=7. 9 Hz, 1 H) 
. 7. 21 (d. J = l. 2Hz, 1H). 7. 24 (dd, J = l. 8, 7. 
9Hz, 1H), 7. 62 (d, J = 9. 2Hz, 2 H) , 10. 34 (s. 1 
H) 

«»##fli (FD-MS, m/z) :24 2 (M + ) 
HWJ13 7 

{4- [ (6, 7-5?y h*->-4-*7 U;U) ~7.x-;b} (3, 4 

-yf-l/>S?^-4 5 -'>7*^l/) y»y> (185) 

T;Urf>^MT^ HJfe^ll 36T^4-t Fo*->7x^ 3. 4-^^ 
P>^>'7x-;l' Yh> (202mg) £ 4 - V* f-JlT i J h°'J i?> 
(112mg) **isl>> (2ml) *'\\ngfi4*J* L fco l*lfflfc4-* 
dd-6, 7-^;h*^;'J>(187mg) «r«D^ 2 OttmilDftSttL 

Kit^&tt&gffim 2 4 ±mm®%m-?tmu mm®<t&tozi 3 5m 

1 H-NMR (CDClg, 5 0 0MHz) :<54. 04 (s, 3 H) , 
4. 06 (s, 3H), 6. 09 (s, 2H), 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d. J=8. 5H 
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z, 2H) , 7. 38 (d. J = l. 8Hz, 1 H) , 7. 41 (dd, J = 
1. 8, 7. 9 Hz, 1H) , 7. 4 6 (s. 1 H) . 7. 4 9 (s, 1 H) , 
7. 88 (d, J=8. 5Hz, 2H), 8. 57 (d, J=4. 9Hz, 1 H) 
(FD-MS, m/z) :42 9 (M + ) 

HWJ13 8 

rfrlKa©- h n ^ * > (10ml) 4\ miRfi&OT- V-Jl (1. 0 8 1 g) 
£r&IR£®3- (h^^Of^) 'OiAOl^oU K (2. 0 8 6 g) t 
TfJIRa©^ yr;Hf«7A (III) h 'J7^n> *>;ul/sfc*- h (6 2 0mg) 
6 0°C^TlBfefl|^Lfco &fc*I&$f£fl»] 1 2 0 tmmvfr&T'®. 
IU Il©ft^7 1 9mg, JR$2 6%ti/: 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 91 (s, 3H), 

6. 99 (d, J=9. 2Hz, 2H), 7. 60~7. 64 (m, 1 H) , 

7. 80-7. 83 (m, 1 H) . 7. 82 (d. J=8. 5Hz, 2 H) , 
7. 93~7. 94 (m, 1 H) , 8. 01 (s, 1 H) 

Sl^tffI(FD-MS, m/z) :28 0 (M + ) 

mmiz9 (.mm) 

Wsmi 3 8"Cf#rt:3- h U 7^tu^;l/7xi;l, 4-^ h + C/7x-;U 
>rh> (6 5 7mg) *N. N- f^M^AT 5 K (3 5ml) lc&fi?U 
^h'J-7A^y h + ->K (4 1 1ml) £fln;U 7^*>m^T7l$ra}jn&SI 
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x H-NMR (CDClg, 500 MHz) : <5 5. 85 (s, 1H), 
6. 94 (d, J=9. 2Hz, 2 H) , 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J=9. 2Hz, 2H) , 7. 83 (d, J = 7. 3Hz, 1 
H) , 7. 9 3 (d, J = 7. 3 Hz, 1 H) , 8. 0 1 (s, 1 H) 

mmmi a o 

(3-m7;l/tpyf^7x-;l/) {4- [(6. 7 - h*->- 4 

7x-i) (18 6) 

T/Ur/vftfflfK mmmi 3 9"m*:3- h'j7^oyf;l/7*^ 4- 
t KD + i/7xz;l/ 7- h> (4 32mg) i4-^DD-6, 
^ 'J > (3 6 3mg) J&i^xf U>^'J n-yUS^f-zbi-f^U (10ml) 

^ (5/1) -eJgg§-r<5^^'J*y;U^n-7hr7 7><-{c«kt)f|S!{L. M 
204mg, JR3|E 2 8 %^fco 

1 H-NMR (CDClg, 500MHz) : 6 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 69 (d, J = 4. 9Hz, 1 H) , 7. 30 (d, 
J =9. 2 Hz, 2H) , 7. 4 7 (s. 2 H) , 7. 6 6 (t, J = 7. 9H 
z. 1H). 7. 87 (d. J=7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2Hz, 2H), 8. 00 (d, J = 7. 9Hz, 1 H) . 8. 08 (s, 1 H) 
, 8. 6 0 (d. J=4. 9Hz, 1 H) 

®S#tFHil (FD-MS, m/z) :4 5 3 (M + ) 
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ffia a n O-ha/^> (5ml) <K rm&OT-V-JU (0. 5ml) trfT 
Mh<Di/?n^*-y-yij)],7fi-)l,?ri >J K (0. 6 3m I) t WSL&GM -y t^U 
h^AClII) M7;M-oy*;/x;l,**-h (2 8 8mg) 6 Otic 

IS«USfflteK*f- h 'J *A*&fc£iSfa^7kTft#L£ 0 &7K5fiEI£->- h 'J * AT* 
jatLfcfk ^Ti8&®£LT?§*:2ti!i£* dd*;^-c1BW-« •> 'J Uffr 
tu-? h^77-f -fc«k!)«a8U &m<Dit&®}£5 17mg, JR^5 1 KT^ 

1 H-NMR (CDClg, 5 00MHz) : 51. 21-1. 88 (m, 
1 OH) . 3. 19-3. 2 5 (m, 1 H) . 3. 8 7 (s, 3 H) , 6. 9 3 
(d, J=9. 2Hz, 2H), 7. 94 (d, J=9. 2Hz, 2 H) 
KUkfttfrW. (FAB— MS, m/z) :219 (M + +l) 

HJfe0Jl 4 l-e^4-'>^o^+i/;U*>>U-K-^- 1 -y h^ri/0^> 
(5 17mg) £N, N-?;*f-;M*rt>AT5 K (20ml) Jc&jJ?U * M 
-)Aft^ h*5/K (5 3 8mg) tUD*.. 7^n'>^lTl B£R3jMiI^ L fc 0 

&7W»± h U ?AT8$iLfc&. «JBET«S«S±t-CSfca**'s*^>/T 

4 8 7m g> JR^9 3%T#fc 0 
1 H-NMR (CDC 1, , 5 0 0MHz) : 5 1. 2 3-1. 88 (m. 
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10H), 3. 19~3. 25 (m, 1 H) , 6. 06 (b r s, 1 H) , 
6. 89 (d, J=8. 6Hz, 2H), 7. 90 (d, J = 8. 6Hz, 1 H) 
(FD-MS, m/z) :2 0 4 (M + ) 

mmm 143 

4-i/7 ns\3ri/Jli3Jltf— ;U- 1 - [(6, 7 - V* h4-->- 4 U Jl) 
Ky-^y (1 8 7) 

>%MT. mfoW 14 2 Tifrt: 4 - is? n^\+ ->;l^;l,*'^- 1 - h 
Kn+M>^> (2 7 3mg) £4-*ncr-6, 7 - V / Y*i/*J U > 
(lOOmg) ?:>;ifi/>^i;j-^j;yf-^x-f;l/ (0. 2ml) fcjgfl? 

1 6 o*t+3 o#R3ffi#Lfco Km^^zmmmtmi- v ^atk^ 

74-n«fct>*f£gU ^jg©fc&^£5 8mg. JR^3 3%-e^fco 

1 H-NMR (CDClg , 5 0 0MHz) : 6 1. 21-1. 93 (m, 
10H), 3. 24-3. 29 (m, 1 H) , 4. 03 (s, 3 H) , 4. 06 

(s, 3H), 6. 60 (d. J=5. 5Hz. 1 H) . 7. 24 (d. J = 
8. 5 Hz, 2H) , 7. 4 5 (s, 1 H) . 7. 4 7 (s, 1 H) , 8. 0 5 

(d. J = 8. 5Hz, 2H) , 8. 55 (d, J = 5. 5Hz, 1 H) 

Si^I (FD-MS, m/z) :39 2 (M + +l) 

fQfc«14 4 (#%0U) 

mBS D a n ©- h n p< ^ > (i omi) mKa©7-v-^ (i. os i g ) 
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trfJBKS© 2 - (h 'J7;M-o/f-;U) OV4JU>ai) K (2. 0 8 6 g) t 
rUflRSGK yrJlWMim h 'J 7Md^ 9 >x;L"^^.— h (6 2 0mg) 
£flO;U 6 0 tfcT 6B*IB«# Lfco ^fE'M^^TKi * na^AAt»ii> 

gsate^*-* >/ft»x^^-eSB8t s •> 'J D7K?7^ -led: o*t 
mu mmoit&mzi. 4 o 2 g> jr*5 o%m^ 0 

1 H-NMR (CDC lg , 500 MHz) : 6 3. 88 (s, 3H), 
6. 93 (d, J = 9. 2Hz, 2H), 7. 37-7. 3 9 (m. 1 H) , 7. 
60-7. 63 (m, 2 H) , 7. 75 (d, J = 9. 2Hz, 2 H) , 7. 7 
3-7. 7 8 (m, 1H) 

(FD-MS, m/z) :2 8 0 (M + ) 

l^fife^l 14 5 (##M> 

^h> (1. 4 02 g)£N, N-i?ym;l/A7;K (15ml) CjftHU 
■*-hU*Af-*y h*>K (8 77mg) *Jo>U T;l/=f >^T4B£HSd&£ 

1. 0 5 Og. JR*7 9»-C»fco 

1 H-NMR (CDC1 3> 500MHz) : <5 5. 88 (s, 1H) , 

6. 87 (d, J = 8. 5Hz, 2 H) . 7. 37-7. 38 (m. 1 H) , 

7. 58-7. 6 3 (m. 2H). 7. 71 (d, J=9. 2Hz, 2 H) , 7. 
7 6-7. 7 8 (m, 1 H) 

Slfi^MfrfiS (FD-MS, m/z) :2 6 6 (M + ) 
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mmm 1 4 6 

(2-h'J7;l/toyf;l/7xr.;b) {4- [(6, 7 - 4 
y U^) 7x-;U} y > (3 5) 

tKa + *>7i— Yh> (9 5 9mg) £ 4 - f-JbT 5 J t" U i>" > (4 
8 4mg) (7ml) 4"\Ml£S4«# L fc„ lNflfflft4-*OD 

-6. 7-$^ h + v/*/U> (8 0 5mg) *Jn*. % 1 BfeJni&lifc L fco SIC 
3 0 £IW©#i*-e*MBU mm<D{t&®Z8 9 9m g> JR$ 

5 596-e»fco 

1 H-NMR (CDC l g , 500 MHz) : 5 4. 01 (s, 3H), 
4. 06 (s, 3H), 6, 67 (d, J = 5. 5Hz, 1 H) , 7. 22 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 4 2-7. 44 (m, 1 
H) , 7. 45 (s, 1H) , 7. 62~7. 68 (m, 2H) , 7. 8 0~ 
7. 81 (m, 1H) , 7. 87 (d. J = 8. 6Hz, 2H) , 8. 5 8 (d. 
J=5. 5Hz, 1H) 

M£W*(FD-MS. m/z) :4 5 3 (M + ) 

f£feflll4 7 (##fl|) 

i|31ES©-hn;**> (1 0ml) 4\ rfflRSaT-V-* (1. 08 lg) 
t TOTS© 4 - (n -?*?-A0 W-f^oiJKd. 9 6 7 g) <fcrfjflRS0 
-fyxA-t^Adll) h U7^tDy *>x;M?*- h (6 2 0mg) «-Jd^ > 

6 orfcTBHIHHItfLfco RJ6«^**G»W1 2 0 £H»<Z>#&T*iBU 
£S©ft&#l£8 6 3mg. JR*3 2Wr»fc 0 

1 H-NMR (CDCL, 500 MHz) :5 0. 95 (t, J = 7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 64 (q 
uint, J = 7. 3Hz, 2 H) , 2. 69 (t, J = 7. 3Hz, 2 H) , 
3. 89 (s, 3H), 6. 96 (d. J=9. 2Hz, 2 H) , 7. 27 (d, 
J=8. 6Hz, 2H), 7. 6 9 (d, J = 8. 6Hz, 2 H) , 7. 82 

(d, J=9. 2Hz, 2H) 

«*$MNt (FD-MS. m/z) :2 6 8 (M + ) 

HJ60J14 8 (##0J) 
4-n-^7x^ 4-fc Kp*->7x-;U >r h > 
HJftWl 4 7-e»fc4-n-"/f-iU7x-;P 4-^*->7x^ >7"h> 
(8 6 3mg) £N, N->M ^Jb*^A7~ K (5 Om 1) lc$fJ$?U * h U 
r*->K (5 6 3mg) £Ju;U 7^^>tlilET7l*rajD*WBilELfco 

Ej&M&to*mibm 3 3 t^ojSTisiL, mmnitG®* 7 8 7 m g, jr 

1 H-NMR (CDC lg , 5 0 0MHz) : 6 0. 9 5 (t, J=7. 3H 
z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 64 

(septet, J = 7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz, 
2H), 6. 35 (s, 1H), 6. 92 (d, J=8. 5, 2 H) , 7. 28 

(d. J=7. 9Hz, 2H), 7. 69 (d, J=8. 6Hz, 2H), 
7. 77 (d, J=8. 5Hz, 2 H) 

mmftVrm (FD-MS, m/z) :2 5 4 (M + ) 
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(4-n-m7x-;l/) {4- [(6, 7-?y h*»>-4-*/ U;i/) 
7x^) y (4 0) 

•>7x-il/ (72 7mg) i4-^oa-6, 7 - >^ h*->+y >J > 

(6 3 9mg) ^ y'xf 1/ > ^ y 3 - A / f ;l.x-f ;K 1 0 m 1 ) 

■a-. 1 8 owi vmmMaMLizo wm^zmatimj- v u v^mm 
y-zmmtz >j*WD7h/77-f -ia *> u m.mmt&m* 4 0 

Orag, IR*3 2%T*§jt 0 

1 H-NMR (CDClg, 500 MHz) : <5 0. 95 (t, J =7. 
3Hz, 3H), 1. 38 (tq, J = 7. 3, 7. 3Hz, 2H), 1. 62 
~ 1 . 68 (m, 2H), 2. 71 (t, J = 7 . 3Hz, 2H) , 4. 04 

(s, 3H) , 4. 07 (s, 3H), 6. 65 (d, J = 4. 9Hz, 1 H) , 
7. 26 (d, J=8. 5Hz, 2 H) , 7. 31 (d, J = 7. 9Hz, 2H) 
, 7. 46 (s. 1H), 7. 49 (s. 1 H) , 7. 76 (d, J=7. 9H 
z, 2H) . 7. 92 (d. J=8. 5Hz, 2H) , 8. 58 (d, J = 
5. 5Hz, 1H) 

®S##Hi (FD-MS, m/z) :44 0 (M + -l) 
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^#115 0 (#%0J) 

3 -7Md7 »h> 

rUiSp n DO- f> o J ? > (5m 1) 4\ rUBSSOT^V-^ (5 4 lmg) <hrjJ 
mFaVZ-yJlXaOVJ Jl?v V K (7 9 3mg) <h rfJflSna© Xij > -J ^ 
(Ill) h'J7;^D^>x^^-h (49mg)^ria^. 60t;KT3BP H 1 

MStftfHI (FAB-MS, m/z) :23 1 (M + +l) 

HJfeflll5 1 (#%ffl) 

fUfe0Jl 5 0Tlfc3-7^D7x-;l/ 4-^ b*i/y*-Jl *r h > 
(5 80mg) £v??oo;<*> (5ml) KigflSU *#T1. 0M^u>h 
'jyn; K-^^Dapt^>^ (2 3ml) SriBJ*., ^ig*3l8tfl#Lfco S 

2 1 tmrnofimT-xmu mmvut&m** o 2m g . jr 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 6. 91 (d, J = 
8. 5Hz, 2H), 7. 44-7. 49 (m. 3H), 7. 57~7. 61 
(m. 1H), 7. 68 (d. J=8. 5Hz, 2H), 10. 51 (b r s, 
1H) 

WMfttirW. (FAB-MS, m/z) :217 (M + +l) 
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mm 1 5 2 

{4- [(6, 7->7h4^-4-^'J^) tt->] 7xz;b} (3-7 
;M-P7x-AQ tfjy (17 6) 

7Jl^>nMT^ HJ&PJl 5 K'f/:4-t Kd + ->7x^ 3-7;M-n 
7x-;l/ >rh> (3 7 3mg) t 4 - S J t° 'J v > (2 3 2mg) 

^r+i/U> (5m 1) *^Atim&#&#Lfc 0 3B#fe1^4 - ? d n- 6. 7- 

*v h*^*v »j ^ (3 8 6mg) ^jta^, 2\nfmWimLLiz 0 mxm&m 

&*)mmi, MK?nn*;UA/ii&x*;l> (5/1) T«§iT£i$Jl:/ U *>r 
Jl/^n-7h^^7>r -KJ^fiSgU mmolt&WZ* 8 4m g N IK$7 0^ 

X H-NMR (CDC lg , 500 MHz) : <5 4. 04 (s, 3H), 
4. 07 (s, 3H) . 6. 67 (d, J = 4. 9Hz, 1 H) , 7. 28 (d, 
J = 7. 9Hz, 2H) , 7. 31-7. 33 (m, 1 H) , 7. 46 (s, 
1H), 7. 47 (s, 1H), 7. 48-7. 53 (m, 2H) , 7. 5 9- 
7. 61 (m, 1H). 7. 93 (d, J = 8. 6Hz, 2H), 8. 59 (d, 
J = 5. 5Hz, 1H) 

S?££*HI (FD-MS, m/z) : 4 0 3 (M + ) 

mmmi 5 3 

N- {4- [ (6, 7-vM h^^-4-^7 1 ;^) 7x-M 
-N / - (2->t h^->7x^) (11 3) 

6. 7->>^ Y*y-A- (4-7;;7x; + -» *^/U > (10 Omg) 
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£h;Ux> (10ml) IZtia&mmitL'^ 2-n + >>7x^KVi/7t- 
h (0. 3 6ml) £flD;i> 4 0 £NHjn*UI% L *:<, M«-^n 
o*;kk/;« (1 0 0/1) x □ o*;UZs/7"tr h > (5/1) 

1 1 2mg. JR^7 5%T^fco 

1 H-NMR (DMSO-dg , 5 0 0MHz) .6 3. 9 0 (s, 3 H) , 
3. 98 (s, 3H). 3. 99 (s, 3H) , 6. 90 (t, J = 7. 9Hz. 
1H), 6. 96 (t, J = 7. 9Hz, 1 H) , 7. 03 (t, J = 7. 9H 
z, 1H) , 7. 2 3 (d, J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 
7. 5 5 (d. J = 9. 2 Hz, 2H) , 7. 5 7 (s, 1 H) . 8. 1 5 (d, 
J = 7. 9Hz, 1H), 8. 25 (s, 1 H) , 8. 55 (s, 1 H) , 
9. 44 (s, 1H) 

ff«£«ffi (FD-MS. m/z) :4 4 6 (M + ) 



mmmi 54 

N- {4- [(6. 7-^h^>-4-^7'J^) 7x-;H 
-N' - (3-^ h^y/7x-A/) «7U7 (114) 

6, l- ! Jt h*i/-4- (4-7;;7x; + -» **-VU > (lOOmg) 
£WbJc> (10ml) IdDMiMIL^ 3-/ h + v^x-^-f Vv'T*- 

mo. 3 6mi) ^an*.. AQ9tmm?mwLLtz 0 mt*m4k^mk*?u 

(1 0 0/1) x ^^T^DD^;bA/7t h > (5/1) 

r-mmt 5i"j*W7A^o7h/ 7 7^ - ic «t *»sa u mm<D4t&®>S: 

3 lmg, JR2#2 l^T'^o 

1 H-NMR (DMSO-dg , 50 0MHz) :<53. 74 (s, 3 H) , 
3. 98 (s, 3H). 3. 99 (s, 3H), 6. 56 (d, J=7. 9Hz, 



WO 97/17329 



1 4 1 



PCT/JP96/03229 



1H), 6. 96 (d, J = 7. 9Hz, 1 H) , 7. 15-7. 25 (m, 
4H). 7. 3 8 (s, 1H). 7. 53-7. 60 (m, 3H), 8. 55 

(s, 1H), 8. 76 (s, 1H), 8. 81 (s, 1 H) 

M&ftVrm (FD-MS, m/z) : 44 6 (M + ) 

mumi 5 5 

N- {4- [ (6, 7-vM h^>-4-4-:H/'J-;l/) 7x-M 
-N' - (4-/- ^->7x-Jl/) frI/7 (9 9) 

6, 7-$>y h*'>-4- (4-7$ y **-'/'J > (8 lmg) 

(5ml) {iJn^^L^^ 4-^ h + ->7x^;K7>>7t-h 
(0. 2 9ml) £tra;U 4 0 #H3n*a»t L fc«, IJrfti L fcfl#£JHK U 

1 H-NMR (CDC lg , 500 MHz) : <5 3. 79 (s. 3H), 
4. 06 (s, 3H), 4. 07 (s. 3H) . 6. 48 (s, 1 H) , 
6. 64 (s. 1H). 6. 91 (d, J = 9. 2Hz, 2H), 7. 20 (d, 
J = 8. 6Hz, 2H) , 7. 2 7 (d, J=8. 6Hz, 2H). 7. 32 
(s, 1H), 7. 47 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
8. 60 (s. 1H) 
JUKMJHt (FAB-MS. m/z) :447 (M + +l) 

ftttffll 5 6 

N- {4- [ (6. 4 -■*:»•!/ 'J -=Jfc) 7*—M 

-N' - (2-7^D7x^) frl^7 (116) 

6. 7-SM h + *>-4- (4-7$ y 7x;+>» **'/>J > (1 0 Omg) 
*Y)l^s (10ml) iwinlMfflBLfctk 2-7A*n7x-Mvi/7t- 
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h (o. 3 0mi) zmz.. 40&mm?&imitzo m&itzmfttmmL, k 

1 H-NMR (DMSO-dg , 500 MHz) : <5 3. 98 (s, 3H), 
3. 99 (s. 3H) . 7. 00-7. 04 (m, 1 H) , 7. 13-7. 17 

(m, 1H) . 7. 2 3-7. 2 7 (m, 3 H) , 7. 39 (s, 1 H) , 
7. 5 4-7. 5 7 (m, 3 H) , 8. 10-8. 2 0 (m. 1 H) , 8. 5 5 

(s, 1H), 8. 65 (s. 1H), 9. 26 (s, 1 H) 

li^tffKFD-MS, m/z) :434 (M + ) 

3UKW15 7 

N- {4- [ (6, 7-5?y b* : s- 4 =-)V) 7 
-N' -n-7?-;bfrUT (2 2 0) 

6, 7-^)1 h*'>-4- (4-7;;7i;**» ^^-V* 1 ; > (1 0 Omg) 
£h;bx> (10ml) JCJnlfe^Ljt^x n -T^M* V >T^- h 
(0. 2 9ml) *Jn*^ 4 OftlHUDftflftEL*:. «*^no 
*;l/A/THr h > ( 5/ 1 ) T'Sggf* U 7A?D7h/77-f-i: 

1 H-NMR (DMSO-dg , 500MHz) : <5 0. 90 (t, J = 

7. 3 Hz, 3H) , 1. 2 8-1. 4 6 (m, 4H), 3. 0 9 (q, J = 
6. 7Hz, 2H) , 3. 97 (s, 3H) . 3. 99 (s, 3 H) , 6. 23 
(brs, 1H), 7. 14 (d, J=9. 2Hz, 2 H) , 7. 37 (s, 1 

H) . 7. 47 (d. J=9. 2Hz, 2H) , 7. 55 (s, 1 H) , 

8. 53 (s, 1H) , 8. 58 (b r s, 1 H) 

(FD-MS, m/z) : 396 (M + ) 
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3t*Wl 5 8 

N- {4- [ (6, 7- ! JM h*->-4 -*J 'J;lQ 7 ■*■=.;!/} - 

(4 - t e r t -m7x^) K (2 1 3) 

6, 7-5>* h + ->-4- (4-T$y 7x; + ^) (54mg) <h 

mH£i£©4- t e r t -fl-Jl&jmm (l 0 2mg) £N, N-^^f;^ 
A7;K(3ml)i:j§j|?l/:t> l-x^;U-3-(3' -^W;;^ 
d i K&ttJS (1 0 6m g) fejDiU SflfcT6«HH»#Lfc 

0£»J5 1 i^©£im-«fcoTlfML. »^W2 9rag, iR^ 

1 H-NMR (CDClj, 9 OMHz) : 8 1. 36 (s, 9H), 
4. 05 (s, 3H), 4. 08 (s, 3H), 6. 48 (d, J=5. 3Hz, 
1H), 7. 1-8. 1 (m, 11H), 8. 49 (d, J=5. 3Hz, 1 H) 

MS#tfflI (FD-MS, m/z) :4 5 6 (M + ) 

m&mi 5 9 

N- {4- [(6, 7-^ h^>-4-^'J;l/) ~7^-;b} -N 

-*3-Jl- (4-t-71-)l7x.—)l) 1j jltfJr-Q- j K (156) 

fUfeflU 5 8T'|fbnfcN- {4- [(6, 7-^h^>-4-+;'J;b) 
**S/] 7x^;H - (4- t -7 , f;L-7x-^) fjJlt>^i K (lOOmg) 
*N, N-«^m^A7 5 K (3ml) tcfcj|?L*:gU TK^b^hU^A 
(lOmg) £jD;i, O^fCTl^ll^L^ S*?fc*1-)l (3 1mg) £ 

£#f£4 8mg^ JR$4 6KTfcfc 0 

1 H-NMR (CDClg, 90MHz) 28 (s, 9 H) , 

3. 5 4 (s. 3H) . 4. 04 (s, 3H) , 4. 05 (s, 3H) , 
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6. 3 2 (d, J =5. 3 Hz, 1 H) , 7. 0-7. 3 (m, 8 H) , 

7. 42 (s. l.H) , 7. 50 (s, 1 H) , 8. 47 (d, J=5. 3Hz, 
1H) 

Hfi^Mfrll (FD-MS, m/z) :4 7 0 (M + ) 

N— U-t-T^Jl^x-Jt/) - {4- [ (6, 7->V h*v/-4-*7 
'J )l) 7x- -Jl) ij ;I/tK*» ^ K ( 1 5 5 ) 

4- (6. 7-^^ + ->-4-+;'J;l/) ^+y$Mi(5 4mg) irfi 
KS©4- t e r t -7fMUT— U > (1 0 2mg) £N, N->7f;l/t«U 
7 5 K (3ml) K/gAfLA:^ (3' -V*=i-)\,T \ J~tu 

\Z)V) tifrtf'JJ i Vimm (1 0 6mg) £JD;U ^<CT6B#Rii«#L/^ 

1 H-NMR (CDClg. 90MHz) : 51. 34 (s, 9H), 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 57 (d, J=5. 3Hz, 
1H) , 7. 2-8. 1 (m, 11H) , 8. 55 (d, J=5. 3Hz, 1 H) 

@fi##flf[ (FD-MS, m/z) :45 6 (M + ) 

XHM16 1 (#%0J) 
2- (6, 7-'J* h^->-4-^y UJU) - 2- (4-^0^7x^1/) 7 

rfJl!R0 4-"/Q*7x-;U7-b h-h 'J;U (4. 3 g) £h;l/Ji> (l Oml) 

k«»u o*ci=aK*Wfc«^ *jwb*-hv>^ (i. og) *jn*.5o , c 
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(2. 2 g) £fln/Li 5B#Ra«#au **fti?»»if-^«raiLfco mfrim 

8 5 Omg. JR^2 2%-C=^o 
1 H-NMR (CDC lg , 9 0MHz) : <5 3. 6 6 (s, 3 H) , 

3. 80 (s. 3H), 5. 40 (s, 1 H) , 6. 74 (s. 1 H) , 6. 9 
-7. 4 (m, 6H). 8. 54 (d, J = 4. 6Hz, 1 H) 

nmftmm (FD-MS, m/z) :382 (M + ) , 3 8 4 (M + +2) 

6, 7-yyh4->-4- U-^p^^^M^;!/) 4-y U > 

6 lT''&t>nti2 - (6, 7-v?y h^>-4- + 7 UJU) -2- 
(4-^ot7x-^) 7*h-h'JA (8 5 0mg) £6 0%l»7Ki£& (5 
ml) ^j$?LlNrPata^S^. *£T>^77k©A^S3§K&^fc* 0 & 

*u 8i^nD*ji/A/y^;-A (loo/i) Tg^f-s^uaw* 

nv 7 * fifKU mm<D4t&to&2 6 Orag, JR¥3 3K 

1 H-NMR (CDC lg , 9 0MHz) : 6 3. 9 0 (s. 3H) , 

4. 0 2 (s. 3H) , 4. 3 1 (s, 2H) , 6. 9-7. 5 (m, 7 H) , 
8. 6 3 (d, J =4. 4H z. 1H) 

It^l (FD-MS, m/z) :35 7 (M + ) . 3 5 9 (M + +2) 
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6, 7-?y h*'>-4- (4 - h 'J -n-yfyU^~t7x-;M 1-)V) 

T;U=/>3?BimT> HW«ll6 2-C?lt»nfc6. 7-/7h*->-4- (4- 
^Dt7i-;b>f;l/) +;U> (2 5 0mg) ^xh^tKo75> (4ml) 
Ki§*?L-7 8^C£-e#£PLrt:gU 2. 5M©n-7f^yf-*A^*lf;/»tt 

(0. 3ml) *jTFLlB«IMB*Lfco Th?tKo7f> (1ml) 

-fc«fcO*fS!!U mm®4b&®*8 5mg, JR*2 296T?»fc 0 
1 H-NMR (CDClj, 9 0MHz) : 5 0. 7-1. 6 (m, 2 7 H) , 
3. 88 (s. 3H) , 4. 02 (s, 3 H) , 4. 34 (s, 2 H) , 7. 0 
-7. 5 (m, 7H) , 8. 63 (d, J=4. 6Hz. 1H) 

HWJ16 4 

{4- [(6, 7-^n»'>-4-4;'J^) 7*.-Jl) (4-t 

*?jy (16 2) 
Hlfe^l 6 2Tr^t>n^6. 7-^h*->-4- (4 — MJ - n — 
^-^•7x-;Mf;b) +y«J> (8 2mg) „ HTBS©4 - t --f*SKy*J4 
)U?ai) K (31mg) fe^^tt^fiO t*X (h'j7x^X7^» /^i* 
7A (II) ?a»J K*?oo**A (3ml) IcfcWU flnffeS&TFN 15^ 

^+t>/ft»xf;b (2/1) T"RI|-r*Wl^nvh/57-f-icj:0» 



WO 97/17329 



147 



PCT/JP96/03229 



X H-NMR (CDC1 3> 90 MHz) : <5 1. 36 (s, 9H), 
3. 91 (s, 3H). 4. 03 (s, 3H). 4. 45 (s, 2 H) , 7. 0 
~7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 
(FAB-MS, m/z) :4 4 0 (M + +l) 

HJfe0J16 5 

N- (4-7;l/tn7x^) -N / - {4- [ (6, 7-S?y h*->-4- 
»>/U^) 7x^1/} (2 0 3) 

6, 7-v>y h**>-4- (4-7i/7x; + y) +;>J> (1 0 Omg) 
*hJbx> (10ml) »cftB»j»»Lfc^ 4-7Mn7x-;W'f V«>7 

*-h (5 2m g ) *ao;u 2 Aftmtiam&MLtio tmzE&u mm*?* 

* J -)V (1 0 0/1) -eJRHI - **'; #y^rt75A*n-7 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 9 3 (s, 3H) , 
3. 95 (s, 3H) . 6. 50 (d. J = 4. 9Hz, 1 H) , 7. 15- 
7. 2 5 (m, 4H), 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3H) 
, 7. 59 (d, J=8. 6Hz, 2H) . 8. 50 (d, J=5. 5Hz, 
1H) , 9. 8 0 (br s, 1 H) . 9. 8 4 (br s, 1 H) 

MBWftt (FAB-MS, m/z) :4 50 (M + +l) 

f£&fe#Jl 6 6 

1- (4-7;l/tP7x^;l/) -2 -->7; -3 - {4- [ (6, 7-vM b 

U;tQ 7x-;H yT- f J> (2 0 4) 

UttMl 6 5-P»&nfcN- (4-7^D7xi;l/) -N' - {4- [(6. 
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7-^h + ->-4-+;'JJb) 7x-;H ^*«7U7 (3 3mgK 

^>*o^*i/;l/#;b;K>M 5 K (3 lmg) x liliO^'fy^ahWil/ 
7;>«>fL'> (10ml) KjjBBLfco c:i:THF (1ml) 
Lfcf7*-$ K (1 6mg) *jD^.S»-e-W«»L^o f§&£®*U 

^nn*w^^y-ii/ (i o o/i) t?km**->»j ayjM75A*o-7h 

1 H-NMR (CDClg, 90MHz) :<54. 03 (s, 3H), 
4. 05 (s, 3H), 6. 50 (d, J = 5. 1Hz, 1 H) , 6. 8~ 

7. 6 (m. 10H), 8. 52 (d, J = 5. 3Hz, 1 H) 

nm&vim cfd-ms, m/z) .-457 (m + ) 
mmm 1 6 7 

N- (2-7;l/tP7x^l/) -N' - {4- [ (6, 7-v>V h*->-4- 
*JV)V> 7x-;b} ?-*frt/7 (2 0 5) 

6, h*S/-4- (4-75 ./7*V*vO *y»J > (1 0 Omg) 

£h;l/jc> (10ml) fcftiMittlfLfctiL 2-7Wd7x^Wv>>7 
*-h (0. 05ml) «hjU 2 4B$|ffl|Dft8%L*:o ««*«*U 
^□aA/^;-^ (10 0/1) "eS^-r^^'J^^U^^A^avh 
^57-f-lwJ;0|*«U SH®fl:£tt*6 6mg N 2%T^ 0 

X H-NMR (CDC 1 3 , 9 0MHz) : 5 4. 0 3 (s, 3 H) , 
4. 05 (s, 3H) , 6. 53 (d, J = 5. 3Hz, 1H), 7. 1~ 

8. 0 (m, 10H), 8. 5 3 (d. J = 5. 1Hz. 1 H) 
MbMJfli (FAB-MS. m/z) :4 5 0 (M + +l) 
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mmmi 6 8 

1- (2-7;M-P7x^;U) -2-->77-3- {4- [ (6, h 

4r->-4— »y u^) 7z-jh rr—yy (2 0 6) 

HJfe^Jl 6 (2-7;l/tD7x-i) -N' - {4- [(6, 

l-V* h + ->-4-+>"J;U) 7i-;H ft^UT (4 2mgK 

yr/^D-^+*>;U*^sK^ ; K (3 7mg) , v-f V7°o h°;Ui^;b 

7$>*jg^fl/> (10ml) KfcJSLfco CCICTHF (1ml) Ki&jj? 

K (2 0mg) £fln;igfiT— l!fe«#Lfca i§&£Si:U g£&£ 
?nn*;l/A/V*V-jU (1 0 0/1) TfKHM-S2''J iifbii?^? h 
^^-K^ffSSiU H©ft^4 1mg, JW9 9%mfc 0 

1 H-NMR (CDClg. 90 MHz) : 5 4. 04 (s. 3H), 
4. 06 (s, 3H). 6. 53 (d, J=5. 3Hz, 1 H) , 7. 1~ 
7. 6 (m, 10H), 8. 47 (d. J=5. 3Hz, 1 H) 

®g#flr# (FD-MS, m/z) :45 7 (M + ) 

HJfcfll 16 9 

N— (2-y h*i/7x-;U) -N / - {4- [ (6. 7-SM h*v"-4- 
*yj;l/) 7x-M (2 0 7) 

6. 7-5M h**>-4- (4-7^7x; + i/) (lOOmg) 
£hJte> (10ml) fdnflMMfLfclk 2-^ h**>7x-A/f-*>TVS/T 
(0. 0 5ml) £in;U 2 4^mUlflMS»EL^o &«£®ifeU 8S&£ 
9uu*A,j±/*jrj-)\, (l o 0/1) TOT*5'>y rt^a^A^o-*- h 

?77<(-lz&t)m&U ^®©<b^*7 8mgx *»5 0KT»fc e 
1 H-NMR (CDC 1 3 , 90MHz) : 6 3. 86 (s, 3H), 
4. 04 (s, 3H). 4. 05 (s. 3H) , 6. 52 (d, J = 5. 3Hz, 
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1H), 6. 9~8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
KS#4FHI (FAB-MS, m/z) :4 62 (M + +l) 

mumi i o 

N— (2-^Wx-;l/) — N 7 - {4- [ (6, Hr->-4— * 

^fruy (2 0 9) 
6. h + v/-4- (4-7$;7x;*» > (8 Omg) £ 

h;lx.> (10ml) iztia&femi^ 2-**)\>l 3.-^**4 V : s7%- 
h (0. 0 4ml) 24^»D^S^L/Co &J&£®£U ^£?o 

u*)\,u/t ? (i o o/i) -eJg&rfs^u ^yVU^^A^ov 

1 H-NMR (CDClg, 90 MHz) : <5 2. 38 (s, 3H), 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz, 
1H), 7. 1-7. 8 (m. 10H), 8. 50 (d, J = 5. 3Hz, 1 H) 

®g##HI (FD-MS, m/z) :44 5 (M + ) 

N— Q-jtf-Jl/^x-JlQ — N' - {4- [ (6, h*»>-4-* 
J UJU) y^-jp **vU7 (2 11) 

6, l-z?t h*i/-4- (4-T^y 7x> + y) *>"J > (8 lmg) £ 

h>ix.> (lomi) tztiammmifzik, z-*f-A,-7*-)\,**4v ! s7*- 

h (0. 0 4ml) £t0*.> 1 5 ^JlD^AE L fc 0 Jffli*tt±U SIM^n 
n*;l,A/y *y-;U (10 0/1) -eS^t-S^'J^^^^^^a^ 
7 4-fcJ:»>««U *W©fcG«6 6mg* JR^5 5%T#^ 0 
X H-NMR (CDCL, 90MHz) .62. 40 (s, 3 H) , 
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4. 03 (s, 3H), 4. 05 (s, 3 H) , 6. 52 (d, J=5. 1Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 51 (d, J = 5. 3Hz, 1 H) 
WMftffim (FD-MS, m/z) :4 45 (M + ) 

mm 172 

1- (2-yf;l/7x^) - 2 -->77 - 3 - {4- [ (6. 

•>-4-*y ujiq 7x-;b) yr- : Jy (210) 

H»J1 7 0T?^£*lfcN- (2-y^b7x^l/) — N' - {4- [ (6, 
7->7h*«>-4-+;'J;W jT+vO 7x-M ^**l/7 (24mg), 
Vi/tn^i/jltjjltfyj * K (4 5mg) , ttii*©^ V^d fcf;Ux*;b 
7 5>*ffi^f-U> (7ml) fcigJBLfco CCIdTHF (1ml) izfeffil 
tzfTJ-i K (28mg) £flD;L^®T— Bfclf # L tz 0 ««E*S*Ls S«f*^ 
□ o^AV^;-^ (10 0/1) 7?SB8t - 5*>»J*y^/75A^nvh^ 
77^-(c«kf3^U mm<D<t&®lZl 8m g> iR*7 6«T?#fc 0 

1 H-NMR (CDC lg . 500 MHz) : <5 2. 36 (s, 3H). 
4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 6. 4 6 (d, J =5. 5 Hz, 
1H) , 7. 3 0-7. 4 5 (m, 9H) , 7. 5 0 (s, 1 H) , 8. 4 9 
(d, J = 4. 9Hz. 1H) 

IfSatJHI (FD-MS. m/z) : 45 3 (M + ) 

m&m 17 3 

1- (3-yWx-;b) -2-->7y-3- {4- [ (6. 
>>_4_^y ^-^^>] 7 yr-i?> (2 12) 

H»J1 7 lTit»nfcN- (3->^7x-;l/) — N' - {4- [(6, 
h**-4-*y 7x-;l/} *;|-*l>7 (1 8mg) „ 
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v>'i/* u^i/)lti)V^'Jy( x K (3 5mg) , ftbUi©^ y^Dt';bxf ;l 
7i (6ml) (r^L^o CCKTH F (1ml) dfgjgL 

tzi/7+i K (2 3mg) ^jD^Ifit'-WLfco &&£g£U 
ou^W^y-A (1 0 0/1) T?lgB&t Z is V iifWy A^nvh?* 

1 H-NMR (CDC 1 3 , 5 00MHz) :<52. 38 (s, 3 H) , 
4. 03 (s. 3H), 4. 04 (s, 3 H) , 6. 48 (d, J = 5. 5Hz, 
1H) , 7. 10-7. 4 5 (m, 9H) , 7. 5 1 (s, 1 H) , 8. 4 8 

(d, J=5. 5Hz, 1H) 

J»#*HI (FD-MS. m/z) :4 5 3 (M + ) 

fUfeflll 7 4 

4-bhW7*-^ 3-h'J7^at4 : ^7x^ h > (##flj) 

(1. 3g) <hrf5flR B n B <D4- (h'J7Mny h + » '0»/*f;U ?ddK> 
7^;^dU K (6 7 4mg) ^ao*^ (5ml) l:gU?U TfflRSOtf 
X (h»j7*^*77-f V) '^v^A (I I) if ay) K (8mg) £A*i> 
lBfeSML^o RJ8R£«B*f5ifc0l2 3<i:|S|^©^T^l}-9 u S^«t»?^5a. 

(2. Og) *fh7kKo77> (4ml) KiS8?£-tK * (5m 1) £6N 
(1 5ml) *to«8l$IH»3lELfc 0 £ft*S&#l£*£ * n o*;U 

M3MJHt (FD-MS. m/z) :2 82 (M + ) 
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mm 1 7 5 

(4 - h U 7)l*n* b*i/7 {4- [(6, 7-->V h4-->-4- 

7x-M (2 8 4) 

^ (5 8 1mg) £ rff&S© 4- ^7^1/7 5 y t c V v> (2 7 7mg) 

(2 0ml) ^A*U 7^>$^TM<ttt#L;fco H*M«U- 
?na-6, 7-5?y h + v/+y »J> (4 6 0mg) £JD;U 24^jDlfeiS^ 

^□7h^77^-l:ck^l!l^ ^KluuKfrK/Hm^h (5/1) T- 

4 7 0mg, JW4 9 96T?$fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 3 (s, 3 H) , 
4. 07 (s, 3H), 6. 66 (d, J = 4. 5Hz, 1 H) , 7. 28 (d. 
J = 8. 5Hz, 2H), 7. 35 (d. J=8. 7Hz, 2H) , 7. 46 

(s, 1H) , 7. 47 (s, 1H) , 7. 89 (d, J=8. 5Hz, 2H) , 
7. 92 (d, J = 9. 2Hz, 2H), 8. 59 (d, J=4, 5Hz, 1 H) 

SIS##Ht (FD-MS, m/z) :46 9 (M + ) 

^Jfil^J 17 6 

4-n^->7x^ 4-3-F'7x-ib frh>(##ffj) 
mBSD a n©-ha^^> (1 0ml) ^ rf3Ko n D 07-V-Jl/ (1. 0 8 g) t 
rfJBSSi04-3- FX>'AOI/? d U K (2. 6 7 g) imfl&S©-f yr-;H?-> 
A (I I I) h 'j7;^oy^>X^^- h (6 2 Omg) £Ja*. N 6 OVK 
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7 2 2mg, IR$2 1 %^fc 0 
SS#tfrffi (FD-MS, m/z) :3 3 8 (M + ) 

mmmi7i 

4-bFo^->7x^l/ 4-3- K7x.-;l frh>(#%fl]) 
fgjfcftl 1 9Tiirt:4-y h + t >7x-;L' 4-3 - K7x^;l yh> 
(7 22mg) %i??nu/?> (2 0ml) K&ft¥U *#T1. 0MsKn> 
bV7ui h'-^DD^>iM (9ml) MiS4>fl!#Lfco IW& 

ffc&«:3 8 Omgx <K$5 5%T*&fco 

1 H-NMR (DMSO-dg, 500MHz) : 56. 89 (d. J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz. 2 H) , 7. 65 (d, 
J=8. 6Hz. 2H) , 7. 92 (d. J=8. 5Hz, 2H), 10. 47 
(s, 1H) 

nmfttirm (FAB-MS, m/z) :3 2 5 (M + +l) 
fUfcfll 7 8 

{4- [(6, 7-^h^'>-4-4;'J^)^->] 7x^} (4-3 
- K 7 ■*■=.;!/) / *J > (2 8 5) 
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i^;U >rh> (3 8 0mg) t 4 - ?JlT i J h° M i?> (1 58mg) £ 
(Hml)^AnSfiiMB?Lfco 2W4-^dd-6, 7- 

i>v h+v+y y > (2 6 2mg) ZtiaA.. ifflmmmiltzo Kfom&yatm 

^77>r-(c e fci9m^ Il^Dn-t^A/SSxfA (5/1) -eJggHt* 
»W •> U * ^ a v h ^5 7 -fc J: t) Will U «H©<fc£te* 4 5 9rag, 

X H-NMR (CDC 1 3 , 5 0 0 MHz) : 8 4. 0 3 (s, 3H) . 
4. 07 (s, 3H) , 6. 66 (d, J = 4. 9Hz, 1 H) , 7. 27 (d, 
J = 7. 6 Hz, 2H) , 7. 4 6 (s, 1 H) , 7. 4 7 (s, 1 H) , 
7. 54 (d, J=8. 6Hz, 2H) , 7. 88 (d, J = 7. 9Hz, 2H) 
. 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

Mt£#fM (FD-MS. m/z) : 5 1 1 (M + ) 
^ife^J 17 9 

mK5a®- hoy (1 0ml) 4\ rfflRSOT-V-* (1. 0 8g) t 
ffrllKna© 4 — "7*D > y-Y ;I/^D'J K (2. 2 0g) irfrBfog,©^ y f-)l\£^ 
A (I I I) h tj 7Atn^^>x^- h (6 2 Omg) £flD;i. 6 OVlz 
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1 H-NMR (CDC 1 3 , 500 MHz) : 6 3. 89 (s, 3H), 6. 
97 (d. J = 8. 6Hz, 2H), 7. 62 (d, J = l. 8Hz, 2H), 

7. 62 (d, J = l. 8Hz, 2H), 7. 80 (d, J = 9. 2Hz, 2 H) 
Sllt##rlH (FD-MS, m/z) :2 9 0 (M + ) , 2 9 2 (M + + 2) 

H«feM18 0 

(1. 65g) ^^?ooy^> (20ml) l:g)HU *^Tl. 0M**o> 
h'jyo; K-v??od^>/§$ (23m 1) W&tpmftltZo 1& 

'^RM&%3$:**^&tf^ 7kt?nn*;l/AT#IiLA:o ? a o AJi£& 

©tt£#l£l. 34g> CT8 5%Tltfco 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 56. 90 (d, J = 

8. 5Hz, 2H) . 7. 61 (d, J=8. 5Hz, 2 H) , 7. 66 (d, 
J=8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz. 2 H) , 10. 46 
(b r s, 1H) 

nm&Vrm (FD-MS, m/z) :2 7 6 (M + ), 2 7 8 (M + + 2) 

mmmi 8 1 

{4- [ (6, h^->-4-^y 7x-j[/} (4-7 

ot7x-;l/) * * J y (2 8 6) 
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*x;U *h>(l. 1 8 2 g) tA-Vt+frTi J t°'J i/> (5 7 3mg) 
£**>U> (37ml) 4^AftSfi*«#Lfco 3 0£&4-*do-6. 7 

-yy h+->*;>j> (9 5 4m g ) lmmmmtiiifro &um&to& 

n*AA/K*x*;u (5/1) ■CJ8BB"r*«H>"J*y^Dv - 
K«k*>**IU S»Dffc£«(l£l. 5 7 4g. iK^7 956T?»fc 0 

1 H-NMR (CDC 1 3 , 500MH2) : 5 4. 05 (s, 3H), 
4. 06 (s, 3H) , 6. 66 (d, J = 4. 9Hz, 1 H) , 7. 2 7 (d, 
J = 8. 6Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1H), 
7. 65 (d, J=7. 9Hz. 2 H) , 7. 70 (d. J = 8. 5Hz. 2 H) 
. 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

X*&1im (FD-MS, m/z) : 46 3 (M + ) .46 5 (M + + 2) 
(4- [(6, 7-y> ht'>-4-tyj^) 7 [4- 

(N-yf-^tr^^y) 7i^;i/] (2 8 7) 

xxA, y h> (2 3 2mg) *h^x> (5ml) 4^A*U MlCrfrgfoSON 
-^f-Jl/tf^v^ (6 lmg) . ^H^A t -7h*S/K (67mg) > 
fc*X (hU7xx;U^X7^ » /<5$?«7A (I I) *nU K (7mg) fcjn*. 
1 0 0t4» 1 7^fBBatff Lfco RiCS^»*tt?WfiYfc^ h U ^ATkig&i 
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ETfflim£&&h>tit:Em£* tau*)\,u/t9J-)\, (1 0/1) XMffi 

iR*2 2«-e»fco 

* H-NMR (C D C 1 jj, 500 MHz) : <5 2. 37 (s, 3H) , 
2. 58 (t, J=5. 5Hz, 4H), 3. 41 (t, J=5. 5Hz, 4H) 
, 4. 04 (s, 3H), 4. 06 (s. 3H), 6. 63 (d. J=4. 9H 
z, 1H), 6. 92 (d, J=9. 2Hz, 2H). 7. 25 (d. J = 
8. 5Hz, 2H). 7. 45 (s. 1 H) , 7. 51 (s, 1 H) , 7. 81 

(d, J=8. 5Hz, 2H) , 7. 87 (d, J=8. 6Hz, 2 H) , 
8.5 6 (d, J =4. 9Hz, 1 H) 

mmftVrm (FD-MS, m/z) :4 8 3 (M + ) 

mmmi 8 3 

{4- [ (6. h*->-4-*7 W **S/] 7x-;U} [4-* 

M'j;7x-;b] (2 8 8) 

7;l/=f>m^T> 2 3T»fc4-t Kd + ->7x-;I/ 4-^7 

>r h> (2 3 2mg) £h;l/X> (5ml) 4^AfU MfcmEE©* 
(5 2mg) ^ ^h'J^A t-7>**>K (6 7rhg) „ h'X (HJ 
7x-^*X7-f » '^v^A (I I) *nU K (7mg) £J)D*.rt:&s 
1 0 Ot^lBfeit^Lfco Si6K^ft*ISlft*ft^ b WJ*imWLttuu*)\, 

itii^fc^x ^np*;bA/lixf;l/ (5/1) -MHM-*»Hv/ U 
1 H-NMR (CDC1 0 . 500 MHz) : 5 3. 34 (t. J=4. 9H 
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2, 4H) , 3. 8 8 (t, J =4. 9 Hz, 4H) , 4. 0 4 (s, 3 H) , 
4. 0 7 (s, 3H) , 6. 6 4 (d, J =5. 5H z, 1 H) , 6. 9 2 (d, 
J = 9. 2 Hz, 2H), 7. 26 (d, J = 7. 3Hz, 2H), 7. 83 
(d, J=9. 2Hz, 2H), 7. 87 (d, J=8. 5Hz, 2 H) , 
8. 5 6 (d, J = 5. 5 Hz, 1 H) . 7. 4 9 (s, 1 H) , 7. 5 1 (s, 
1H) 

§»##H£ (FD-MS, m/z) :470 (M + ) 
H»J18 4 

(4- [(6, 7--^n^->-4-^yj^) 7x-^} [4-fcf 

g'j^;7x^] (2 8 9) 

x^;b >!rh> (2 3 2mg) £h;Ux> (5ml) 4^A*U EfcrfjflRS© t* 
d'Jv> (43mg) , ^-h'J»7A t -7b*is K (67mg) . t'X ( |> »; 
7x-;I/*X70) ^7v?-7A (I I) *o»; K (7mg) £flnx.;fcgU 10 

^oo*;uA/^i?x^;u (5/i) -cmffi-tzmmi/ u #y 

^OTh^^-lci&fiSS'U £S©4fc&«-4 5mg, JR$2 0%T^ 

1 H-NMR (CDC 1 g, 500 MHz) : <5 2. 05-2. 08 (m, 4 
H) , 3. 3 8-3. 4 1 (m, 4H) , 4. 0 4 (s, 3H) , 4. 0 6 (s. 
3H), 6. 57 (d, J = 9. 2Hz, 2 H) , 6. 62 (d, J=4. 9H 
z. 1H), 7. 24 (d. J=8. 6Hz, 2 H) . 7. 45 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d. J = 9. 2Hz, 2H) , 7. 84 (d. 
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J=8. 5Hz, 2H), 8. 55 (d, J = 4. 9Hz, 1 H) 
nmfttirm (ED-MS, m/z) :4 5 4 (M + ) 

mmmi s 5 

{4- [(6, 7-^yh4^-4-^;'J^) 7x-;M [4-b: 

^U^y7x_;U] t*jy (2 9 0) 

7)l=f >m«f£T. HifS0i]l 2 3T*§fc4-t Kn + ->7xJi;U 4-^nt7 
i-vl/ ^rh> (232mg) £h;l/X> (5ml) 4^A*U IcWdC f 
5>> (5 1mgK *MJ£A t-^h + v/K (67mg) N t"X (MJ 
7xr;l/*X7>( » /^S^A (I I) ?n 'J K (7mg) S-jfJO*.*:^ 

i o o v*p i mmw i fc G K&2g£$j£t&*ni£ft^ h * A7kig&£ ?ddw 
=&mi>tiK.nm*, ^aa^ji^/nm^^ (5/n Tjg§a-r^Mvu 

1 H-NMR (CDC 1 3 . 500 MHz) : <5 1. 68 (brs, 6H), 
3. 38-3. 39 (m, 4 H) . 4. 04 (s, 3H) . 4. 0 6 (s. 3H) 
, 6. 63 (d. J=4. 9Hz. 1 H) . 6. 89 (d, J = 8. 6Hz, 
2H) , 7. 2 5 (d, J = 8. 5 Hz, 2H) , 7. 4 5 (s, 1H) , 
7. 52 (s, 1H) , 7. 80 (d, J=9. 2Hz, 2H) , 7. 86 (d, 
J = 8. 6Hz, 2H) . 8. 56 (d. J = 4. 9Hz, 1 H) 

Mfi#tJHt (FD-MS, m/z) :4 68 (M + ) 
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H»J 1 8 6 

N- (2-^ h*->-4--fc*7*-;U) -N' - {4- [ (6, 7 - 'J / 
■>-4-^y»J;U) 0^7 (2 2 2) 

6, 7-'Jjt h + ->-4- (4-7;;7x7 + y) ^;ij> (5 2mg) £ 
h;Ux> (5m 1 ) fcBBU h Ux^;UT i > ( 1 m 1 ) Ztiaz-tz^ h U "7 
txy*> (5 2mg) £fln;U 2 #P H m#fcIffit L £ 0 Rfi5ttJw2-> h + ->-4 
-t'7iz;b7;> (1 0 3mg) 1 3&raftfllWB«Elfco RJwftfclfc 

h U «>A*»tt*jDiL> WKxf-^T2lsIffltflLfcawaWI*ia«I*!fi 

n*W7-feh> (lo/i) trm*-* •> y *m?A?D7 

1 H-NMR (CDC 1 g, 500 MHz) : 5 3. 67 (s, 3H), 
4. 00 (s, 3H), 4. 04 (s, 3H). 6. 44 (d, J=5. 5Hz, 
1H), 6. 86 (d, J = 8. 5Hz, 1 H) , 7. 10 (d. J=8. 6H 
z, 2H), 7. 21-7. 37 (m, 4H), 7. 43 (s, 1 H) , 
7. 5 3-7. 5 9 (m, 5H) , 7. 7 9 (s, 1 H) , 8. 4 1 (s, 1 H) 
. 8. 48 (d, J=4. 9Hz, 1 H) , 8. 53 (d, J=2. 4Hz, 
1H) 

MfcMHt (FD-MS, m/z) :52 1 (M + ) 

$mmi 8 7 

N- (2. 6-y-fV7'Db^7x-^) -N' - {4- [(6, 7-/^ 
4->-4-4-yj^l/) 7x-Jl/} »i/T (2 2 3) 

6, 7-?* h*i/-4- (4-7;y7x/ + '» *;'J> (5 4 rag) £ 
h;Ujc> (5m I ) icBSIU h'Jxf^7i> (1ml) ^Mfct, h'J? 
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(5 3mg) £fllPU 8 ftfmM&ffi. L tz a SI&&K2, 6-^W/ 
ot°;U7^'J> (0. 0 5ml) tUaz.* 1 5&maBSBMlfc 0 R^ttJw^ife 
h 'J ^A7K*«£*ADiL^ B*I?x^;UT2®ftbitJ Lfc&W$Jl£!frfa&!&7k 

*)\,U/T*Yy (10/1) "£B$&t Z^ViJY 1*9 u-?Yy 7-74- 
fcJ:&tt«U mkVit&toZS 9mg, JRSJ5 7 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 6 1. 2 6 (m. 1 2 H) , 
3. 39 (m, 2H), 4. 03 (s, 3H) , 4. 04 (s, 3 H) , 
6. 09 (brs, 1H), 6. 28 (b r s. 1 H) , 6. 42 (d, J = 
5. 5Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 26 (m, 
1H), 7. 29-7. 40 (m, 5H), 7. 53 (s, 1 H) , 8. 46 

(d, J=4. 9Hz. 1H) 

«»##HI (FD-MS, m/z) :4 9 9 (M + ) 

Hifeflll 8 8 

N- (2-^pp-4-- ha7x-;b) -N' - {4- [ (6, 7-i?* h 
^j/] 7x-jH frU7 (2 2 4) 

6, h**>-4- (4-7S/7i/*5/) > (l 04mg) 

£h;Ux> (10ml) 2-^o-4--ho7x^K 
Vi/7*-h (15 0mg) fcflnx.^ 1 0»P*!lPJIMittLfco fftbLTSfcea 
«MKU Ml/x>Tftfr*SCifc«fc9Sffi®{fc£tt*rl 7 2mg N 
10 0 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J = 9. 2 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 5 1 (s, 1H) , 7. 
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6 2 (d, J =8. 6 Hz, 2 H) , 8. 2 3 (m, 1 H) , 8. 3 5 (m. 
1H), 8. 46 (d. J=5. 5Hz, 1 H) , 8. 57 (m. 1 H) . 
8. 84 (brs, 1 H) , 9. 8 5 (b r s, 1 H) 
ItMKFD-MS, m/z) :4 9 4 (M + ), 4 9 6 (M + +2) 

mmm 8 9 

N- (3-^oo-2-y h^^7x^) -N' - {4- [ (6, 
h*->-4-^yo;u) ar**A y±-M (2 2 5) 

6, 7-v>V b*f-4- (4-7$;7x; + '» y > (5 8mg) £ 
Y)lx.y (5ml) \zmm8fMlt&* 3-^oa-2-y h*J/7x^KV 
f7*-h (0. lml)*Jn^ 2 2^fS0mMMbt:o »t*^no«h;i/A 
/7-feh> (10/1) -TSBSt- «5i";*y^*^A^Qvh/77^-JcJ:t) 
*»!U »«<D<k^ft*7 5mg^ iR^8 0%^/c o 

1 H-NMR (CDC 1 g, 500 MHz) : 6 3. 73 (s, 3H), 
4. 02 (s, 3H). 4. 05 (s, 3H), 6. 47 (d, J=5. 5Hz. 
1H), 7. 01-7. 06 (m, 2 H) , 7. 15 (d. J=8. 5Hz. 
2H) . 7. 43 (s, 1H) , 7. 52 (d, J=9. 2Hz, 2H) , 
7. 5 7 (s, 1H) , 7. 8 1 (s, 1 H) . 8. 16-8. 1 9 (m. 2 H) 
. 8. 50 (d, J = 5. 5Hz, 1 H) 
®*##fll (FD-MS, m/z) :4 7 9 (M + ), 48 1 (M + + 2) 

HS60U9O 

N- (2-^na-6-^f^7x^) — N' - {4- [ (6, 7 -it/ b 
^.>-4_^y 7i-;H 7l/7 (2 2 6) 

6, h*->-4- (4-7;;7x; + >» +;'J> (52mg) £ 
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h;l/ji> (5ml) fctDi&EflBLfcgU 2-^na-6->f ;b7x^K7-> 
7*-b (0. 1ml) £Jq*.. 1 7#PHm*feSflftLfc 0 ifffctS L "C c£ ^^n^^SE 

1 H-NMR (DMSO-dg, 500 MHz) : 5 2. 28 (s, 3H), 
3. 94 (s, 3H), 3. 94 (s. 3H), 6. 43 (d. J=4. 9Hz, 
1H) , 7. 1 8 (d, J =9. 2 Hz, 2 H) , 7. 2 0-7. 3 6 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz, 2H), 7. 98 (s, 1 H) , 8. 45 (d. J=5. 5Hz, 1 H) 
. 9. 03 (s, 1H) 

WMfttirW. (FD-MS, m/z) :4 6 3 (M + ) . 46 5 (M + +2) 

mmm 191 

N- (3-» pp-6 h»^7x-;l/) -N' - {4- [ (6, 7-i?/ 

^^->] 7x^ib) 7U7 (2 2 7) 

6, 1 h + > — 4 - (4-7;;7x;+^) +/'J> (5 2m g) £ 
MUi> (5ml) Icfln&jgJgLfcgU 3-?nD-6-n + ^7x^Mv 
>7*-h (lllmg) £flD;U 29#RM&SMLfco g|S£?nn*;UA 

/y-t? h> (i o/i) •?mffltz>' i )*rw7j*9a-?by77 4-\z&o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 60 (s. 3 H) , 
3. 99 (s, 3H), 4. 05 (s, 3H) , 6. 46 (d. J=4. 9Hz. 
1H), 6. 6 9 (d. J = 8. 5Hz, 1 H) , 6. 9 0 (m, 1 H) , 
7. 11 (d, J = 9. 2 Hz, 2H) , 7. 4 2 (s. 1 H) , 7. 5 3 (d. 
J = 8. 5Hz, 2H), 7. 58 (s, 1H), 7. 82 (s, 1H), 
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8. 3 2 (m, 1H) , 8. 4 8 (d, J = 5. 5 Hz, 1 H) , 8. 5 2 (s, 
1H) 

M#tJfli (FD-MS, m/z) :4 7 9 (M + ) , 481 (M + + 2) 

mmm 192 

N- (4-^QP-3--hD7x-i) -N' - {4- [ (6, 7-i?/ h 

7*-M 01>T (2 2 8) 

6, 7-^7 h + -/-4- (4-7;;7 J y+y) +y 'J> (52mg) ^ 
h;Ux> (5ml) Ktn*M£IPLfc8L 4-^no-3--hD7x-MVy 
7*-h (22 4mg) £fln;i. 8#R8tlDfia«ELfco »rttJL'C*fcftli&il» 
U MUi>T'^-r^C<b{Cj;f9^©^tJ^l 2 5mg N JRsp7 5%T*§ 

fee 

1 H-NMR (DMSO-dg, 5 0 0MHz) : (5 3. 9 3 (s, 3 H) , 
3. 95 (s. 3H) , 6. 46 (d, J=4. 9Hz, 1H), 7. 21 (d, 
J=8. 5Hz, 2H), 7. 38 (s, 1H) , 7. 51 (s, 1 H) , 
7. 60 (d. J = 8. 5Hz, 2H) . 7. 65 (s, 1 H) . 7. 67 (s, 
1H) , 8. 31 (s, 1H) , 8. 4 6 (d, J =4. 9Hz, 1 H) , 

9. 01 (s, 1H) , 9. 27 (s, 1H) 

nmfttirm (FD-MS, m/z) :46 3 (M + ) , 465 (M + + 2) 

mmmi 9 3 

N- (2, 4-y^DQ7x^) -N / - {4- [ (6, 7 - h^->- 
4-*yj;U) 7x_^} »7U7 (2 2 9) 

6. h + >-4- (4-7^7x;+-» > (5 3mg) £ 

h^x>(5mi) Kfln&igflPLfc^ 2, 4-v??oo7x-;Kv->7^- 
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h (1 1 5m g) ttiQz.. 2 O&maMMMliZo Vt& LT£ fc*§fi£»KU 
b)lx. % sT'imtZZ £fc«fc0&S0ffc£«fl£7 4mg. JR*8 5%-?ntz 0 

1 H-NMR (DMSO-dg, 500MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 7. 22 (d, 
J = 8. 6Hz, 2H) , 7. 3 9 (s, 1 H) . 7. 4 0 (m, 1 H) , 7. 
51 (s, 1H), 7. 59 (d. J = 9. 2Hz, 2 H) , 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s. 1 H) , 8. 4 
6 (d f J=5. 5Hz, 1H), 9. 56 (s, 1 H) 
(FD-MS, m/z) :4 8 3 (M + ) 

mmmi 94 

N— (2, 6-'^PQ7x^) - N' - {4- [ (6, 7-v^ h*'>- 
4-*yp;U) 7x^;M »U7 (2 3 0) 

6. h*->-4- (4-7i/7x; + -» *y U > (5 2mg) £ 

h;Ui> (5ml) iw^^Lfc^ 2, 6--^DD7x-;Hvm- 
h (125mg) ^rJn^x 1 2 ^RSttWIfca* L fc e tfdi L T & fclSBfcillR U 
h JUx r/T&yH" 5 d £ ck K> mmoit&to* 8 1 m g „ JR* 9 6 96T?»fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) . 
3. 94 (s, 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14~ 
7. 20 (m, 2H). 7. 32 (dd, J=7. 9, 7. 9Hz, 1H), 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m, 3 H) , 7. 6 0 (d, J = 
9. 2Hz, 2H), 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 
1H) , 9. 0 9 (s, 1H) 

HSfttftt (FD-MS, m/z) :4 8 3 (M + ) 
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nmm 1 9 5 

N- {4- [(6, l- ! Ji h4-'>-4-*7 UJQ 7x-i) - 

N / - [1- xf-;!,] frU7 (2 3 1) 

6, 7-v^ h + (4-7;;7*;*>» 'J > (5 4mg) £ 

(5ml) fclnJft*J!?Lfc&* 1- 
-h (0. 0 5ml) £Jdx^ 1 0 03JHMIWBjKLfco ^2E£?op*;bA/ 
7-fe h> (1 0/1) TJgga-rs>U^W/77A^Dv -JckO^ 

1 H-NMR (DMSO-dg, 500 MHz) : 6 1. 55 (d, J = 

6. 7 Hz, 3H) , 3. 9 3 (s, 3 H) , 3. 9 4 (s, 3 H) , 4. 6 2 
(m, 1H), 6. 39 (d. J=4. 9Hz, 1 H) , 6. 79 (s, 1H), 

7. 11 (d, J=9. 2Hz. 2H) , 7. 36 (s, 1H) , 7. 49~ 
7. 5 8 (m, 7H), 7. 8 3 (m, 1 H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m. 1H), 8. 42 (d. J =5. 5Hz, 1H), 8. 52 (s, 1 H) 

3£Afttit$L (FD-MS, m/z) :493 (M + ) 

mmm 1 9 6 

N- (2-n-y^;U7.x^.;b) -N / - {4- C (6. 1- S J* h*>-4 
-»yj;U) fr^S/J 7x-^) frU7 (2 3 2) 

6, 7->M h + ^-4- (4-7;;7x; + -» +;>J > (1 1 9mg) 
£h;Ux> (12ml) K»»U h'Jxf-;l,7S> (2. 4ml) ^Jo*.*:^ 
h*)y*xf> (133mg) *Jd;U 2#IHtaJIMI*Lfco Sf£fclc2-n- 
7*f;l/7x^7;> (0. 1 3ml) 1 0 #R32JDj&fc88fc L fc 0 Rfctt 
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^^DD^W7th> (4/1) OTt 5 •> 'J ^ 7 A ? D 7 h r 7 

y<<-iz&ioffimu mmoit&yati 3 omg N wme9%-cmz 0 

1 H-NMR (DMSO-d g, 500 MHz) : 6 0. 92 (t, J = 
7. 5Hz, 3H), 1. 3 2-1. 4 0 (m, 2 H) , 1. 50-1. 57 
(m. 2H), 2. 59 (t. J=8. 9Hz. 2 H) , 3. 93 (s. 3H), 
3. 94 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 6. 9 8- 

7. 0 2 (m, 1H), 7. 12-7. 1 7 (m, 2 H) , 7. 1 9 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) . 7. 58 (s, 1 H) , 7. 59 
(d, J = 8. 5Hz. 2H) , 7. 71-7. 75 (m, 1 H) , 7. 89 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 

BS##HI (FD-MS, m/z) :47 1 (M + ) 

$mmi 9 7 

N— (3-x^i/^;l/^7x^l/) -N' - {4- [(6, 7-v^h 
^■>-4-^;'J^l/)^->] 7jl^I/} 01/7 (2 3 3) 

6, 7-i» h*'s-4- (4-7i/7x; + -» +yj > (1 3 lmg) 
3rh;boi> (10ml) lcflnj&i§*? U h'JxWiV (2ml) ZtiOZ-ti^ 
b»7*Xf> (2 13mg) £flO;U 2^3lra^S^Lfco Kfc&KZ-Ti 
^liiif^xxf^ (0. lml)^ 7#P&m8&S3KL*:o Kfofc 

1 »j ^a*^*^ iw»xf-;uT2®«iajLfcflfc*iwi*tsfti 

?ao*;UA/7-fe h> (1 0/1) trJg&gt* 5/ 'J ijftoij? A* 
7>r -{CttHISiU $M(Ott&to*:2 1 4mg. Wl 0 0%tifc o 

1 H-NMR (CDC 1 3 . 500 MHz) : 6 1. 36 (t, J =7. 3H 
z, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H) , 4. 36 (q, J 
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= 7. 3 Hz, 2H) , 6. 4 5 (d, J =5. 5 Hz, 1 H) , 7. 1 3 (d, 
J=9. 2Hz, 2H), 7. 38-7. 45 (m, 4H), 7. 48 (d, J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz. 
1H), 7. 80 (d, J = 7. 9Hz, 1 H) , 7. 90 (s, 1 H) , 
8. 48 (d, J=4. 9Hz, 1H) 
M#tfrll (FD-MS, m/z) :48 7 (M + ) 

19 8 

N — (2, 3-^^do7x-^) -N' - {4- [ (6, 7-vV h^->- 

7 x (2 3 4) 

6, 7-v^y h + ^-4- (4-7;y7x; + -» +y > (5 2mg) £ 
bJl*-> (5ml) (cJn^j»L/c^ 2, 3-^^oD7i-Mvm- 
h (0. 0 5ml) ^rjfra^ 2 Qftmtilfm&LLtZo KJ&^££? oo*;l,i./ 
7-feh> (10/1) TJS§|-rS>"J*y^7A^DV -lC«kDH 
$&U mmcDit&Mit: 8 4mg. JR^l 0 0Mfc„ 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 0 (s, 3H) , 
4. 05 (s, 3H) , 6. 4 5 (d, J =5. 5 Hz, 1 H) , 7. 11- 

7. 17 (m, 4H) . 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H), 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H), 8. 48 (d, J=5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

W&ftflrW. (FD-MS, m/z) :4 8 3 (M + ) 
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MMm 1 9 9 

N- (2, 4-^oo7x-i) -N' - {4- [ (6, h*->- 
\-*Ji))V) 7±-M »7U7 (2 3 5) 

6, 7-^h + >>-4- (4-7W7x; + -» +y U> (5 8mg) & 
Mbx> (5ml) rtaft-^L^ 2, 4 - V 9 dd7i^H V y7^- 
h (9 3mg) fcflniU 2 0ftffitiQ&MMltz o KtE^&£? n a *;UA/T-b 
V> (10/1) Tlgat5i/'J/;TO7A^D7 -lc«t«9<iS5(U 
mmoitS®}* 69mg,iR$73 %T^/r 0 

1 H-NMR (CDC 1 3 , 500 MHz) -.6 4. 04 (s, 3H), 
4. 0 6 (s, 3H) , 6. 4 7 (d, J =4. 9 Hz. 1H) , 6. 9 8 (d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d, J=8. 5Hz, 2H). 
7. 25 (s, 1H) , 7. 29 (s, 1 H) , 7. 39 (s, 1 H) , 
7. 43 (s. 1H), 7. 52 (d, J=8. 5Hz, 2 H) , 7. 56 (s, 
1H), 8. 40 (d, J = 2. 4Hz, 1 H) , 8. 50 (d, J = 4. 9H 
z, 1H) 

Il^DfKFD-MS, m/z) :48 3 (M + ) 
HWJ2 0 0 

N- (3, 4-^^PQ-7x^JU) -N' - (4- [ (6, 7-'J* h*->- 
4-4VIW 7x-ib) fr[/7 (2 3 6) 

6, 7-i>V h + v^-4- (4-7i;7xy*-» (5 lmg) £ 

WUx> (5ml) IzUafmmiti^ 3, 4-^?nD7xi;K7->7^- 
h (102mg) ZUaz.^ 8Afflfia!mmLtz 0 tfftfc Ltlfc^8IU h 
JUx >m^-5 C <!: {w «fc 71mg,W84 %^fz a 

1 H-NMR (DMSO-df.. 500MHz) - S3. 94 (s, 3H), 
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3. 9 5 (s, 3H) , 6. 4 4 (d, J = 4. 9 Hz, 1 H) , 7. 14- 
7. 2 4 (m. 2H) , 7. 3 4 (m, 1 H) , 7. 38 (s, 1 H) , 
7. 50-7. 52 (m, 2 H) , 7. 59 (d. J=9. 2Hz, 2 H) , 
7. 88 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 8. 92 (s, 
1H) . 9. 00 (s, 1H) 
fi«$MJfli (FD-MS, m/z) :4 8 3 (M + ) 

fUfc#I2 0 1 

N - (3. 5-^^on7i^) -N' - {4- [ (6, l- f J* 
4-*;>)Jl>) 7x-M frU7 (2 3 7) 

6, 7-i?/ h*->-4- (4-7^7xy' + -» 4-yj> (53mg) £ 
h;Ux> (5ml) KflPjlMgJff L fcflL 3, 5-?^nn7xiWy->7*- 
h (76mg) *Jn^ 8#RM8bMLrt:o Vrtb LT*ti B H B «U Mb 
^ > 5CtC«t!3 mmott&m: 7 5 m g N Mm 8 7 %T*§fc 0 

1 H-NMR (DMSO-dg, 5 00MHz) : 5 3. 93 (s, 3H) , 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H) , 7. 2 0 (d, J = 9. 2 Hz, 2H) . 7. 38 (s, 1 H) , 
7. 5 1 (s, 1H) . 7. 5 4 (s. 1 H) , 7. 5 4 (s, 1 H) . 
7. 59 (d. J=9. 2Hz, 2H) . 8. 46 (d. J = 4. 9Hz, 1 H) 
, 9. 00 (brs, 1H), 9. 0 7 (brs, 1 H) 
®iM(FD-MS, m/z) :4 8 3 (M + ) 
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H»J2 0 2 

N- (4-7oa-2-- hP7x-;b) -N T/ - {4- [ (6, 7-vM h 
^i/-4-^yj;l/) 7x_;U} frU7 (2 3 8) 

6, b*i/-4- (4-7;;7x; + '» +;«J> (12 3mg) 

£h;Ux> (12ml) (CjO«l*l?Lfc»N 4-^dd-2--I«d7x^K 
V>7*-h (17 2mg) «rjD^s 1 4#HJto*ftiI»ELfco «ftflLX*fctta 
*i»KU bto*>T&frtZZ±\z*QM<Dfc&bZlT4mg^ K$8 5 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 63. 9 4 (s. 3H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1H) , 7. 23 (d, 
J=7. 3Hz, 2H) , 7. 39 (s. 1 H) , 7. 51 (s. 1 H) . 
7. 62 (d, J=7. 3Hz, 2H) , 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H), 8. 3 5 (d, J=9. 2Hz, 1 H) , 8. 46 
(d, J=5. 5Hz, 1H), 9. 62 (s, 1 H) , 10. 0 (s. 1 H) 
SMffiKFD-MS. m/z) :494 (M + ) , 4 96 (M + + 2) 

Hfl£0J2O3 

N- (2-7^y -4-^QQ7x-i) -N' - {4- [ (6, 7-v>V h 
*i/-4-*J 7x-;l/} frU7 (2 3 9) 

N- (4-?DD-2--ho7x-^) -N' - {4- [ (6, h 
^•>-4-+y u;u) 7i-;H -7U7 (1 5 8mg) £?dd*;ua 

/y*y-;U/* (1 Oml/7 0ml /5ml) lw$g«PU h <J -7 

A (1. Olg) £JD;SU 6 0^1^X3 7»P»Lfco ? nnsM/A^laltt 

*«£9*U ME£*Du>M,A/7-feh> (10/1) T'mffl-tZi/*)ij>f 
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1 H-NMR (DMSO-dg, 500MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 5. 09 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H) , 6. 5 7 (m, 1 H) , 6. 7 8 (d. J =2. 4 Hz, 1 H) , 

7. 17 (d, J=9. 2Hz, 2H) , 7. 34 (d, J=8. 6Hz, 1 H) 
. 7. 38 (s, 1H), 7. 51 (s, 1 H) , 7. 57 (d, J = 8. 5H 
z, 2H) . 7. 77 (s, 1H) , 8. 45 (d, J=4. 9Hz, 1 H) , 

8. 89 (s, 1H) 

N- {4- [(6, 7-i?J h*->-4-*/U;U) 7*-M - 

N' - (2-b 0 'j ft frur (2 4 0) 

6, 7-i?t b*i/-4- (4-7;;7x; + y) +7'J> (75m g) £ 
HA,x> (7ml) IztjaM&mL h'JxW;> (1. 4ml) £7)0*.*:^ 
h>)7*Xf> (201mg) £j&n;U l#&1M&&3fcl;to RJS5«{c2-t°'; 
K (10 2mg) £Jn;L. 3^ft]^iS«tL^o 

*W7H:h> (10/1) TJSiS^S^'Jft^l/ft^A^o^ - 
K£t>*fi!IU $S<Dtt£#i£8 6mg, JR^7 7%THfc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 6 (s, 3 H) , 
4. 06 (s. 3H), 6. 49 (d, J = 4. 9Hz, 1 H) , 7. 20 (d, 
J=9. 2Hz, 2H). 7. 43 (m, 1 H) , 7. 57 (s. 1 H) , 
7. 59 (m, 1H) , 7. 7 1 (d, J = 9. 2Hz, 2H) , 7. 9 7 (m, 
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1H), 8. 28 (d, J=7. 9Hz, 1 H) , 8. 50 (b r s, 1 H) , 
8. 68 (d, J = 4. 9Hz, 1 H) . 10. 1 (brs, 1 H) , 10. 7 
(b rs, 1H) 

M##Tfil (FD-MS, m/z) : 4 4 4 (M + ) 
HJ60J2O5 

N- (3-^od-4, 6-5M h^->7x-^) -N' - {4- [ (6. 7 
-^h^-4-t;'J;l/) 7x-;H (2 4 1) 

6, 7- r J* h*f-4-> (4-7;y7x; + -» +7 U > (54mg) £ 
h;bjc> (5ml) tzttlfmMlti'&^ 3-?dd-4, h + >>7x- 

M7->7^-h ( 7 6 m g ) £fln;L N 1 8 L *: 0 KJS?g&£ ? n 
n*;UA/7-fe h> (1 0/1) TSB8-^«*>U *y^*7A^DV h^77^ 

-fc«fc!J»«U ae©{b^»*9 3mg. PI o o%-cmtzo 

1 H-NMR (CDC I 3 , 50 0MHz) : S 3. 76 (s, 3H), 
3. 87 (s. 3H). 4. 02 (s, 3H) , 4. 05 (s, 3H) . 

6. 4 6 (d, J = 5. 5Hz, 1 H) , 6. 4 9 (s, 1 H) , 7. 1 3 (d, 
J=8. 5Hz, 2H), 7. 20 (s, 1 H) , 7. 42 (s. 1H), 

7. 50 (d, J = 8. 5Hz, 2H) , 7. 57 (s, 1 H) , 7. 59 (s. 
1H), 8. 12 (s, 1H), 8. 48 (d, J = 5. 5Hz, 1 H) 

mm&Vrm (FD-MS, m/z) :5 0 9 (M + ), 511 (M + + 2) 

IUfe^2 0 6 

N- (4-^pa-2-^^l/7x- J >l/) -N' - {4- [ (6, h 
*'>-4-*/ UJIQ *-*->3 7*-M frU7 (2 4 2) 
6, h + i/-4- (4-7;;7x; + v/) +7 'J > (5 5mg) £ 
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b)lx.> (5ml) iztnMMmit:^ 4-^nn-2-yf^7x-Mv^ 
T*-b (9 0mg) ZtiaiL, 2 6ftffitiamMffi.ltio tftBLTSfcfcii&JiW 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 52. 26 (s, 3 H) , 
3. 94 (s, 3H) , 3. 94 (s, 3H) , 6. 44 (m, 1 H) , 
7. 18-7. 20 (m. 3 H) , 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
. 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H), 7. 87 
(m, 1H), 7. 99 (s, 1 H) , 8. 45 (m, 1 H) , 9. 15 (s, 
1H) 

SSatFN! (FD-MS, m/z) :46 3 (M + ) , 4 6 5 (M + +2) 
HWJ2 0 7 

N- (2-!)od-3-^^7x-^) -N / - {4- [ (6, 7-v>V h 
*i/-4-*J »!/7 (2 4 3) 

6, 7-5*/ h*S/-4- (4-7^7x>'+y) "J > (5 2mg) £ 
b)lx-> (5ml) {cip^»L^. 2-^oa-3-yf^7x-Mv> 

r*-b (o. 2mi) sran^u 1 2&wm&mmit: 0 fcfomm*?aa*jl, 
A/7-feh> (l 0/1) T-mmtZ'sViifbiJ^ktw? by 57 4 -Id* 
OfWlU aS©^«5^3 0n^ JR$3 7%-e^fco 

1 H-NMR (CDC 1 g, 500MHz) : 8 2. 28 (s, 3H), 
4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 41 (d, J=4. 9Hz, 
1H) , 7. 0 9-7. 15 (m, 4 H) , 7. 3 7 (s, 1 H) , 7. 3 9 
(s. 1H), 7. 42 (d. J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 
7. 6 1 (s, 1H), 7. 7 2 (s, 1 H) , 8. 4 4 (d, J =5. 5 Hz, 
1H) 
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I1MKFD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + + 2) 

mmm2 o 8 

N- (3-Tiy-4-?pn7*-;U) -N' - {4- [ (6, 7- ! J* h 

A-*rJ *) )\d 7x-i} frb7 (2 4 4) 

N- (4-^DD-3--ho7x-;l/) — N' - {4- [ (6, 7- : J* h 

/^ *7-;U/7k (5m 1/1 5ml /3ml) KjgJBU h 'J £A 

(3 5 8mg) 6 0tK:T2 0£iajit#Lfco * a o;M^T2[5tfStb 

«E*-S*U g|i6£*nn*;l/A/7-fe h> (10/1) T?S»r 5 -> U * ^ ;b 
*7A^D7h^77>f -K«fct)*fflKU SiO<k^ft*3 9mgx «R¥4 1% 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 63. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 5. 3 0 (br s. 1 H) , 6. 4 5 (d. J = 
5. 5 Hz. 1H) , 6. 6 4 (m, 1 H) , 7. 0 2 (m. 1 H) , 7. 0 6 
(d, J = 8. 6Hz. 1H), 7. 20 (d, J = 9. 2Hz, 2H), 

7. 39 (s. 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz. 
2H), 8. 47 (d. J=4. 9Hz, 1 H) . 8. 56 (s, 1 H) , 

8. 73 (s. 1H) 

MBWffc (FD-MS, m/z) :4 65 (M + +l) 
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mum 0 9 

N- (3-j< h*>s-7a£)l) -N' - {4- [ (6, 7- ! Jt b*is-4- 
*J*))V) 7x-M frt/7 (2 4 5) 

6, h + ->-4- (4-7;;7i; + i/) */ 'J > (5 lmg) £ 

h;l/jc> (5ml) fcJffll&SWU h'JxW;> (1ml) ^1s\^.iz^ V 
>)7*X>f> (5 4mg) ZtQZ-^ 2^mUaimMLtz 0 £JSttfc3-y h + i/ 
yot°;U7i> (0. 0 5ml) £Jp>U 1 2 ^BDaDHMiaSE L fc c RJC3ftlc« 

*;!/A/7-t?h> (10/1) «t5^'J^TO7A^D7 - 

^£<omm u mmoit&m* 5 1 m g . 7 2 %~emtz 0 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 6 1. 8 2 (m, 2H) , 
3. 31 (s, 3H) , 3. 39 (m, 2H). 3. 50 (t, J=4. 5Hz, 
2H), 4. 03 (s, 3H), 4. 04 (s, 3H), 5. 65 (b r s, 
1H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 10 (d, J = 8. 7H 
z. 2H) , 7. 4 1-7. 55 (m, 4H) , 7. 55 (s, 1H), 
8. 4 6 (d, J = 5. 5Hz, 1 H) 
Sl^lfrKFD-MS, m/z) :411 (M + ) 

H«g^2 10 

N- (2-* h^^xf-;U) -N' - {4- [ (6, h*v-4-4- 
J X ))V) ***A 7x^1 frt/7 (2 4 6) 

6, 7-v>V h + ->-4- (4-7;;7i; + -» > (5 2rag) £ 

h^x> (5ml) KftDfttiMU h'Jxf-;U7i> (1ml) fcio*.*:^ h 
■J7*xy> (5 4mg) ^»D^ 3#Ra!ra&SafeL*:o ^&«[{C3-^ h*-> 
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(o. 0 5mi) tun*., 8ftmamMmuz 0 Kmmzim*% 
* u m^mmi- b -j^tKiLto «et*j«£«*u si^?ddw 

K/T^Yy (10/1) T'S^-rS vU^yVU^^A^n^h^^^^-dJ; 
OftlSIU £H0ft£&£6 3mg, iR$9 196T?8fc 0 

1 H-NMR (CDC I 3 , 5 0 0 MHz) : 5 3. 3 6 (s, 3 H) , 
3. 36~3. 53 (m, 4H) , 4. 03 (s, 3 H) , 4. 03 (s, 3H) 
. 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 8 7 (d, J =8. 5 Hz. 2H) . 7. 4 0 (s. 1 H) . 7. 4 5 (d, 
J =9. 2 Hz, 2H) . 7. 5 5 (s. 1 H) . 7. 9 2 (s, 1 H) . 8. 
45 (d, J=4. 9Hz, 1H) 

(F AB-MS, m/z) :3 9 8 (M + +l) 

H»J2 1 1 

N- {4- [ (6, h*->-4-*/ lW 7x^;H - 

N / - (2-b°'J f-;b) frP7 (2 4 7) 

6, 7->>V h + v/-4- (4-7i;7x; + '» +;«J> (5 2mg) £ 
h/bx> (5ml) \zmm®mU FUx^7i> (1ml) £Jin;L*:&x h 

(5 4mg) ^-Jn^x 2^P B m«iSMLfeo 2 - h°U 

^;U7 = > (0. 0 5ml) SrjOnx.. 1 2^J5n^«ELfc 0 RlSttfcBSfefc 
Sfc* h U V J**®mZHQX-. »Kxf-^T2IaI}i6ajLfe*W«Jl*lgifP*t*T 

-H/A/T-lrh^ (10/1) -Pgj8t« *> >J A ^ h /5 7 ^ - I: 

«fc«9*t5iU £S®{t£$f£7 6mg. JR$1 0 0 96T?»fc e 
1 H-NMR (CDC 1 q. 5 0 0MHz) : 5 4. 0 0 (s, 3H) , 
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4. 01 (s, 3H) , 4. 58 (d, J=5. 5Hz, 2H), 6. 39 (d. 
J = 5. 5Hz, 1H), 6. 66 (m, 1 H) , 7. 05 (d, J = 9. 2H 
z, 2H), 7. 18 (m, 1 H) , 7. 34 (d, J = 7. 9Hz, 1 H) , 
7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) . 7. 54 (s, 
1H), 7. 6 6 (m, 1H) , 8. 4 0 (b r s, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J=4. 9Hz, 1 H) 
M&Mfffll (FD-MS. m/z) :4 3 0 (M + ) 

H»J2 1 2 

N- [ (4 - t e r t -71- fry — N' - {4- C (6, 7 

h*ri/-4-*; 'J;!/) 7x-M UT (2 4 8) 

6, 7-vM h*v-4- (4-7;;7x; + -» +;>J> (50mg) £ 

(5mi) iztammmu b»**/brz> ami) *atfLfc» % h 

>J7*xy> (5 5mg) ^-Jn^x 2#TO&lML/Co RfcfoK (4- t e r 
t-m7x-;l/) yf-;UT^> (0. 0 5ml) Ztiaz.. 1 25ffilftI*ft98E 

iU8t4?DD*AA/7th> (10/1) -rJggafSi/U^^l/^^A 
-K£<9ifi£S!JU £&©{fc£$i£2 3mg N C*2 8«T»fc 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 3. 9 9 (s. 3 H) , 
4. 01 (s, 3H), 4. 38 (d, J=5. 5Hz, 1 H) , 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz, 1H), 7. 02 (d, J = 
9. 2Hz, 2H) , 7. 2 0-7. 4 0 (m. 7H) . 7. 5 2 (s, 1 H) , 
7. 64 (s. 1H), 8. 40 (d, J = 5. 5Hz, 1 H) 

MHMJNIt (FD-MS, m/z) :48 5 (M + ) 
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mmm2 1 3 

N- {4- [(6, Y**/-A-*JVAd 7x_;U} - 

N' - (3-b*'J ^;uy»;b) 9 1/7 (2 4 9) 

6, 7-yn*->-4- (4-7;;7x;*'» +y 'J> (52mg) * 
h;bx> (5ml) Kin&fcjRU MJxf-;U7S> (1ml) *Joifc« N h 
'J 7 * > (56mg) «-Sn^ > 2 tfRUJjnf&SM L /r 0 3 - t° ij 'J A, 

/^-Jl7i> (0. 0 5ml) 1 '2^mftlihattLA:o KJS&K&KtK 

^ h 'J ? ATKiSffc^Sn*^ ^if->'UT2®}AttiL^^W«^ ; £:t^P^*T 

;UA/7-t?h> (10/1) triiat4^ l J*W7Ai'D7h^77>f-i; 
.ktmsiu m.m®it&®*7 lm g> JR3*9 3%T1#^o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 93 (s, 3 H) , 
3. 94 (s, 3H) , 4. 34 (d. J=5. 5Hz, 2 H) , 6. 40 (d, 
J = 4. 9Hz, 1H), 6. 7 2 (t, J=6. 1Hz, 1H), 7. 12 
(d, J =9. 2 Hz, 2H) , 7. 3 5 (m, 1 H) , 7. 3 7 (s, 1 H) , 
7. 50 (s, 1H). 7. 53 (d, J = 9. 2Hz, 2H), 7. 72 (d. 
J = 7. 9Hz, 1H), 8. 43-8. 46 (m, 2H), 8. 53 (s, 1 
H) , 8. 7 3 (s, 1H) 

®fi£#HI (FD-MS. m/z) :4 3 0 (M + ) 

$960112 14 

N- {4- [ (6, l- f J* Y* : s-A-*J IW 7x-Jb} - 

N / - 7 1/7 (2 5 0) 

6, 7-v>V h**>-4- (4-7 ;;7*;*'» *;'J> (5 2mg) £ 
WUi> (5ml) lwj&n&igA?U h'Jif-;l/7 5> (1ml) SrtJD**:^ h 
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U7*xy> (5 3m g ) zm*., 2$mmmmmiK 0 Kjcttfcu-try vji 

t *)IT i y ( 0 . 0 5ml) *Jnix 1 2 anfflnttilflE L fco KiSftlcftK* 

;UA/T-t?h> (10/1) T'Jg^-r^'>U*y;U*^A^n-7 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<J4. 01 (s, 3H), 
4. 03 (s, 3H), 4. 4 3 (d, J = 5. 5 Hz. 2 H) , 5. 9 7 (m, 
1H), 6. 40 (d, J = 5. 5Hz, 1 H) . 7. 08 (d, J-9. 2H 
z, 2H), 7. 20 (d, J = 5. 5Hz, 2H), 7. 38 (s, 1 H) , 
7. 42 (d, J=8. 6Hz, 2 H) , 7. 54 (s, 1 H) , 7. 81 (s, 
1H), 8. 42 (d, J = 5. 5Hz, 1 H) , 8. 49 (d, J=6. 1H 
z, 2H) 

R«£*NI (FD-MS, m/z) :4 3 0 (M + ) 
H«fc0J2 15 

n— {4 — [ (6, h^>-4-tyj;i/) - 

N' - [(4-'^W;;7x-jl/) frU7 (2 5 1) 

6, 7-i^y h*<>-4- (4-7S ;7*;*v/) +y; > (5 lmg) ^ 
h;Ux> (5ml) ClflD&fctfU HJi^;U7S> (1ml) &lJQX.tz'&, b 
'J"7*xy> (5 5mg) Ztiaz., 2ftmtia®MMltz 0 KfotiLK (4-v^f- 
;l/7;;7x-;l/) **J\,7i> (104mg) tta^ 12»ii8«tL/te 

^iI£?no*;l,A/7-fe h > (10/1) "egl^S ^ U XYJltj? A? u-? 
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1 H-NMR (DMSO-dg, 500 MHz) : 6 2. 8 7 (s, 6H), 
3. 93 (s, 3H), 3. 94 (s, 3H), 4. 18 (d, J=5. 5Hz. 
2H), 6. 40-6. 43 (m, 2 H) , 6. 70 (d, J = 9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2 H) , 7. 14 (d, J=8. 6Hz, 
2H), 7. 37 (s, 1H), 7. 51 (s. 1 H) . 7. 52 (d, J = 
9. 2Hz, 2H), 8. 44 (d, J=4. 9Hz, 1H), 8. 57 (s, 
1H) 

M»#Ht(FD-MS, m/z) :4 72 (M + ) 
Hife0H2 16 

N— {4- [ (6, 1-*J* h*->-4-*7 'J AO - 
N' - (3, 5--^-hn7x-;l/) -)U7 (2 5 2) 

6. 7-vM h+^-4- (4-7;;7xy + i/) 'J > (5 4m g) £ 
h;Ux> (5ml) KJtaffefc8?Lrt:&> 3, 5-^-hn7x-Mv>7^ 
h (8 1mg) ^Jn^ 2QftT&lBfMSMLtZo KVmm.*t uuMA/T* 

h> do/1) T*mmtz>i")*'f)H3 : 7i<<?w -jciijflKKu 

£JS©ft&8j£5 3mg, IR^5 7%-cm o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J = 9. 2 Hz. 2H) , 7. 3 9 (s, 1 H) . 7. 5 1 (s, 1 H) , 7. 
64 (d, J=8. 5Hz, 2H), 8. 42 (s, 1 H) , 8. 47 (d. J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) . 8. 77 (s, 1 H) , 9. 2 
1 (s. 1H) . 9. 7 3 (s. 1H) 

®S#fflt(FD-MS, m/z) :5 0 6 (M + + l) 
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mm®\2 1 7 

N- — N' - {4- [(6, 7 - ? * 4 — fryj 

JtQ *4->] 7x^} H7U7 (2 5 3) 

6, 7->M h*->-4- (4-7i;7x; + -» *y D > (2 0 Omg) 
£hA<x> (5ml) ICjDlfti£fl¥Lfc8U o^»>M V v'T*- h 
(3 4 Omg) 8 0~9 0X)T3 0#r H m&}f#L*:o Sft&KTkfcjfjo 

*A-C«*Lfc 0 *EET*K£fEfcU 9m*9av*j],A/T*b> (10/ 

^2 10mg N IR^7 4%Tlifco 

1 H-NMR (CDClg, 500 MHz) : 51. 11-1. 22 (m, 2 
H) , 1. 3 4-1. 4 6 (m, 2H), 1. 5 6-1. 6 6 (m, 2H), 

1. 6 8-1. 7 8 (m, 2H), 1. 96-2. 0 5 (m, 2 H) , 3. 64 
~3. 73 (m, 1H), 4. 05 (s. 6 H) , 4. 58 (d, J = 7. 9H 
z. 1H), 6. 36 (s, 1H), 6. 46 (d, J = 4. 9Hz, 1 H) , 
7. 13 (d. J=8. 6Hz, 2H), 7. 42 (d, J = 8. 6Hz, 2H) 
. 7. 42 (s, 1H), 7. 56 (s, 1 H) , 8. 48 (d, J=4. 9H 

2, 1H) 

©*£#H£ (FD-MS, m/z) :42 1 (M + ) 
H»J2 1 8 

N- (3, 4-y7;^D7x-;l>) -N' - {4- [ (6, 7-?^ b*i/ 
-4-^yjJt,) ^-^->] -7 V\sT (2 5 4) 

6, h + ->-4- (4-7i;7x; + >» U > (5 Omg) £ 

h^x> (5ml) fcfttfN&ffU hUx^U7$> (1ml) SrflD*.*:^ h 
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■J7*ZY> (55mg) £fln;L. Z&maMM&Lltic Si6ttic3, 4-^7 
;U*d7-'J> (6 6mg) £jta;U 2 0£HMWt«ELfco SJSttfcflffltek* 

A/7-th> do/1) -esBa-fs^y^y^^A^o-eh^T^-tj; 
Qmmu mmoit&m&e 3m g , j»8 3%t^ d 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 8 4. 0 3 (s, 3H) , 
4. 06 (s, 3H). 6. 45 (d. J=5. 5Hz, 1 H) , 6. 9 6- 

7. 0 2 (m, 1H), 7. 0 2-7. 1 0 (m, 1 H) , 7. 1 1 (d, J = 

8. 5Hz, 2H) , 7. 4 1-7. 45 (ra, 2 H) , 7. 48 (d, J = 
8. 6Hz, 2H), 7. 58 (s, 1 H) . 7. 72 (s, 1 H) . 7. 74 
(s. 1H) , 8. 44 (d, J = 5. 5Hz, 1 H) 

W&ifrtfrtiM. (FD-MS, m/z) :45 1 (M + ) 

mm2i 9 

N— (2, 4, 5-h'J7;l/tQ7x-;l/) -N' - {4- [ (6, 1-*J* 
h*->-4-4-y U;l/) 7x-;M (2 5 5) 

6, 7-v?y h*->-4- (4-7SV 7x/ + -» *;>J> (50mg) £ 
h;l/i> (5ml) KMRfflKU Mx**7$> (1ml) £JJD*.fc8L h 
U7*xY> (5 5mg) *fti;U 3^»Pm«»ELfco R(Sfcfc2, 4,5- 
hij7;^D7-'J> (7 5mg) £tn;U 2 0 #P H W&S&ft L fc 0 Rffittic^ 

TkTifcfrU ^tK5€K^- h U 7A^SLt 0 BET*»*W*U ^S^^ a 

DtWl/A/7th> (10/1) T'I^t4v' l J*W7A^07h^7 7^ 

-K«fc»Jtt*!U 3EJg©ft#8l£5 8mg, JR^7 3%^^ 0 
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1 H-NMR (DMSO-d c , 500 MHz) : <5 3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J =5. 5 Hz, 1 H) , 7. 2 4 (d, 
J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J = 8. 6Hz, 2 H) , 7. 62~7. 70 (m, 1 H) . 

8. 17-8. 25 (m, 1 H) , 8. 48 (d, J=4. 9Hz, 1 H) , 
8. 7 6 (s, 1H) , 9. 2 3 (s, 1 H) 

fC*#tfHI (FD-MS, m/z) :4 6 9 (M + ) 

HMM2 2 0 

N- (2, 4, 6-h'J7^tD7x-;l/) -N' - (4- [ (6, 
h*->-4 U )V) 7x-jH «>l/7 (2 5 6) 

6, h*i/-4- (4-7;;7x; + -» *J U > (5 Omg) £ 

b;Ux> (5ml) tcftifc»J*U h'Jjc.^;UT^> (1ml) £Jnx.fcfik> h 
'J7t^> (55mg) £210*., 3^n0toHUB«EL^o RJS«fc2, 4, 6- 
hV7^D7i'J> (7 5rag) £2m*.x 2 0^»D*«BlELfco Kfi$£lc& 
h V *A**tt£iD;U »Ki^^T'2I§|}*{iiL^#glM*fi&fD^!i 

n*;UA/7-fc h> (10/1) ■^Jgga^-*>y*y>'b*7A^u-e h^77-f 

1 H-NMR (DMSO-dg, 500MHz) : 53. 94 (s, 3H) . 
3. 95 (s, 3H) , 6. 4 3 (d, J = 5. 5 Hz, 1 H) , 7. 2 0 (d, 
J = 8. 6Hz. 2H), 7. 2 9 (t. J = 8. 6Hz. 2H), 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 
8. 07 (s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 14 (s, 
1H) 
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MHWrtt (FD-MS, m/z) :4 6 9 (M + ) 
%W122 1 

N — (2, 3, 4- h 'j7Mn7x-;l/) -N' - {4- [ (6, 1- : J* 
h^'>-4-^;V^) 7x^} -7U7 (2 5 7) 

6, 7-vM h*^-4- (4-7i;7xy + -» +/'J> (5 Orag) £ 
h;l/^> (5ml) \zjjafmmi. Mx*^7^> (1ml) £fln*.rt:&s h 
'J7*zy> (5 5mg) fcfln*.. 3#RM&iI8ltL£ 0 S£ftK2, 3, 4 - 
h'j7;^o7-'J> (7 5mg) ^te. 2 0 tfPaljMiSafc L tz 0 Kfomz&i 

o*;UA/7*h> (10/1) •eIlt«i"i*m7A^n?h/77-f 
-K«fc(9*if£!U mmvitSMZl 8mg, JR>£2 3%T^o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d. J=4. 9Hz, 1 H) , 7. 23 (d. 
J = 8. 6Hz, 2H) , 7. 25-7. 33 (m, 1 H) . 7. 39 (s, 1 
H) , 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2H), 

7. 8 5-7. 9 2 (m, 1 H) , 8. 4 7 (d. J = 5. 5 Hz. 1 H) . 

8. 7 3 (s, 1H) , 9. 2 1 (s. 1H) 
m&ftVrm (FD-MS, m/z) :4 6 9 (M + ) 

HWJ2 2 2 

N- (2, 5->M ht'>7x-;l) -N' - {4- [ (6, 7-it/ 
-4-*-J U;b) 7*~Jl) (2 5 8) 

6. h**s-4- (4-T^y7*y**» (5 6mg) £ 
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bJl^> (5ml) \zljQ&mmL HJx^U7;> (lml) £jD;LfcgU h 

•J7*zy> (6 6mg) £flD;i N 3^Wan*ai«ELfco KJStt£2, 

h + '>7-';> (1 02mg) £fln*.x 1 05M8;&D*fcl«Lfco RJCttJClJffll* 

;UA/7-teh> (10/1) «t5v"J*^7i»^o7h^77-f-l; 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : S3. 68 (s. 3 H) , 
3. 78 (s. 3H). 4. 02 (s, 3 H) , 4. 05 (s, 3H), 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 53 (dd, J = 3. 1, 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) . 7. 52 (d, J = 9. 2Hz, 
2H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J=3. 1Hz, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 
M$M«t(FD-MS. m/z) :4 7 5 (M + ) 

HJ60J2 2 3 

N- (3. 5-S?y H=->7^.=jl0 -N / - {4- [ (6, 7-S?y h*-> 

frU7 (2 5 9) 

6, h*i/-4- (4-7; y7x; + -» U > (5 3m g) £ 

(5ml) KflDlNljgfgU hUxf-^7^> (lml) *jD*.fcfiU h 
«J7**y> (lOlmg) ^SD^> 4^ftnMtS%L*:o RJ6ttK:3. 5-v? 
y h*S/7-'J> (62mg) £Hn;U IZ&maMMMLLtio Rlfcftfcflafek 

»u m^mmi- 1 *) * ^T~#.mLtLo &ETim*&&u mitt* a a* 
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;UA/7-t?h> (10/1) •eJg&fl-9 u £-> l J*7^rt7A?n-7 h??74 -lz 
«fc»Jfl!filU Il0M^8 5mg, iR* 1 0 0 %T??§fco 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 8 3. 7 3 (s, 6H) , 
4. 00 (s, 3H), 4. 03 (s, 3H), 6. 18 (s, 1H), 

6. 42 (d, J=5. 5Hz. 1H), 6. 60 (s, 1 H) , 6. 60 (s, 
1H), 7. 09 (d, J=8. 6Hz, 2H) , 7. 40 (s, 1 H) , 

7. 4 5 (d, J =8. 6Hz, 2 H) , 7. 5 6 (s, 1 H) , 7. 6 8 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J = 5. 5Hz. 1 H) 

WMAmm (FD-MS. m/z) :475 (M + ) 

H&01J2 2 4 

N- (2, 3->?7^P7*^) -N' - {4- C (6, 7->M 
-4--fr/D>>t/) 7x^} frU7 (2 6 0) 

6, 7-vM h*>-4- (4-7i;7*; + i/) *y > (5 Omg) £ 
(5ml) fcfln&i$#U r'Jxf-^7$> (1ml) £7jD;Lfc& N h 
(5 5mg) £»D;U 3#P£Sni&3&KL*:o R^{-2, 3-^7 
;M-o7-U> (5 1ml) *Jn;U 2 0Mi3%l^o KJSftlc&K**! 
* h »J ^AtK^^Jd^x ^xf L ^T2IliaililL^W«^^fiSftl^*-e* 

A/T-fe h> (1 0/1) -rRHt* •> 'J * W7^^ nv h ^ -l:J: 

1 H-NMR (DMSO-dg, 500MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 45 (d. J = 4. 9Hz, 1 H) , 7. 02- 
7. 0 8 (m. 1H), 7. 1 1-7. 1 9 (m. 1 H) . 7. 2 3 (d, J = 
9. 2Hz. 2H) , 7. 39 (s, 1 H) . 7. 52 (s. 1 H) . 7. 59 



WO 97/17329 



18 9 



PCT/JP96/03229 



(d, J=9. 2Hz, 2H) , 7. 9 4-7. 9 9 (m. 1 H) , 8. 47 
(d, J=4. 9Hz, 1H), 8. 78 (s. 1 H) . 9. 25 (s, 1 H) 
JMfeWrtt (FD-MS, m/z) :451 (M + ) 

N- (3, 5-mtP7x^) -N' - {4- [ (6, 7-S?/ h*-> 
-A-*JV)V) 7 :c ■=.;!/} frU7 (2 6 1) 

6. h**-4- (4-7;y7x; + -» *>"J > (50mg) £ 

h;l/X> (5ml) tzmmfeMl, h'Jx^;U7i> (1ml) £in*.fc8U h 
"J7**y> (5 5mg) ^Jin^. 3^JDflfdiaELfco 5lEtti:3, 5-S*7 
^tu7-'J> (6 6mg) £fln;Lx 2 0 #Hfilfll!tfHffi L fco KifcftK&lfcic* 

A/7-feh> (10/1) TfjSH-r-Si/y^y^^A^nT 
iiOfl:^4 9ing, 4J»6 4KT£fc 0 
1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J=4. 9Hz, 1H), 6. 75- 
6. 8 3 (m, 1H) , 7. 16-7. 2 6 (m, 4 H) , 7. 3 9 (s, 1 H) 
» 7. 5 2 (s, 1H) , 7. 5 9 (d, J = 8. 6H z, 2 H) , 8. 4 7 
(d. J =4. 9 Hz, 1H) , 8. 9 9 (s, 1 H) , 9. 1 2 (s, 1 H) 
tt&Vm (FD-MS, m/z) :45 1 (M + ) 
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HWJ2 2 6 

N- (2, 3, 6-h'J7^D7x^) -N' - (4- [ (6, 7-'J* 
-*J 7*.=JU} frU7 (2 6 2) 

6, 7-5?^ (4-7;;7x;+-» 'J > (5 Omg) £ 

h;U^> (5ml) lcjD*ft»#U h'Jx^;U7~> (1ml) %mHtz.'&^ h 
U7*xy> (5 5mg) £j&Q;L, 3 #MtolR»fllE L fc 0 SISKIN. 3, 6- 
h'j7;^nr-'J> (5 3ml) £tJD;i> 2 0 aWtaJSMMK L fc c RlSttlclft 

a*)lA/7*b> (10/1) T-JgKlt-£>"J ii?)\,ij7J*9w? h^ 7 7-f 
-fc«fc*)?MBlU «0fc£4&£3Omg, JCT3 8%Tm o 

^■H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=5. 5Hz. 1 H) . 7. 15- 
7. 2 5 (m, 3H) , 7. 3 3-7. 4 4 (m, 2 H) , 7. 5 2 (s, 1 H) 
, 7. 5 9 (d, J =8. 6 Hz, 2H) , 8. 4 1 (s, 1 H) . 8. 4 6 

(d, J-4. 9Hz, 1H), 9. 18 (s. 1 H) 

JMJWHI (FD-MS. m/z) :469 (M + ) 

HJfe0]2 2 7 

N— (2, 6-^7^Q7x^) — N" - {4- [ (6. 1- ! J* h*-> 
-4-*/'J;LQ 7 7U7 (2 6 3) 

6, 7-V/ b**>-4- (4-7 $ 7 7x;*-» +/'J> (5 Omg) £ 
h^x> (5ml) CfflftrigffLfctfct 2, 6-^7WD7x^vm 
- h (10 4mg) fcflniU 3 0£M2niN^L*: o <FftB LT*fc»fi*»RU 
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H — NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1H) , 7. 13- 
7. 2 5 (m, 4H) , 7. 2 8-7. 3 8 (m. 1 H) , 7. 3 9 (s, 1 H) 
, 7. 5 2 (s, 1H) , 7. 5 9 (d, J =9. 2H z, 2 H) , 8. 15 

(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 

KM&ftm (FD-MS, m/z) :45 1 (M + ) 

flifeM2 2 8 

N — [2, 5-b'x (h'j7;U^-ayf-;t/) 7x-;l/] — N 7 - {4- [(6, 
7-^h4'>-4-»yj;l/) -)l^7 (264) 

6, 7-^ h + (4-7;;7x;*'» +;«J> (50mg) * 

h^x> (5ml) CAil^U HJif-^rS > (1ml) *tB*.fc8U h 

(55mg) £tnx.> 3#SHimi&«8fcLfco KJO&K2, 
(h'j7^u>f;W T-U> (7 9ml) £j&D;L> 2 0#Rnta*&fittLfc. 
S^I'^KTk^^ h 'J -7A7K^»^ l»i^^T?2|5|J|blBLfc|feg«li 

&M 3 5:9an*A,l*/T*b> (10/1) tfRMt* *>U d-7 
h^^-lcJDfWIU SS®fl:£«:3 0mg N JR*3 2KT?ltfco 

1 H-NMR (DMSO-dg, 500MHz) : 5 3. 94 (s, 3H) . 
3. 9 5 (s, 3H) , 6. 4 5 (d, J =4. 9 Hz, 1 H) , 7. 2 4 (d, 
J=9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 6 0-7. 6 6 (m, 3 H) , 7. 95 (d. J = 7. 9Hz, 1 H) , 

8. 3 8 (s, 1H) . 8. 4 6-8. 5 2 (m, 2 H) , 9. 7 0 ( s, 1 H) 
1Uk&1fm (FD-MS, m/z) :551 (M + ) 
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Wm\22 9 

N- (2, 4-SM h^->7x^) -N / - {4- [ (6, 7 - h*-> 
- 4 U;U) 7x-;b} (2 6 5) 

6, 7-yn + ->-4- (4-7;;7*; + ^) *J 'J > (5 lmg) £ 
h^x> (5ml) CJnlft»*PLx htfxf-;l,7 5> (1ml) £}jn;Lfc& N h 

U7*xy> (7 2m g ) £*i;u 3&ffimimviitz 0 busnuz.2, 4-v?y 

h*2/7-U> (6 0mg) *JD>U 1 1 #P£MMS«E I fc 0 KlS&K&B&km 

A/7-tr h > (1 0/1) •CJgga-9 W '5-> , J^y;U^7A^D-7 h^77^ -lc«fc 

^ H — NMR (CDClg, 500 MHz) : 5 3. 74 (s, 3H), 
3. 80 (s, 3H) , 4. 03 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 44-6. 51 (m, 3 H) . 7. 06 (s. 1 H) , 7. 12 (d. J = 
9. 2 Hz, 2H) , 7. 4 3 (s, 1 H) , 7. 4 9-7. 5 1 (m, 3 H) , 

7. 57 (s, 1H) , 7. 8 6 (d. J =8. 6 Hz, 1 H) , 8. 4 8 (d, 
J = 5. 5Hz, 1H) 

®S##Hia (FD-MS, m/z) :475 (M + ) 

H»J2 3 0 

N- (2-^oa7xx;U) -1ST - {4- [ (6, 7 -if* h*->-4-* 
JV)V) » 1/7 (2 6 6) 

6. 7-S?y h*->-4- (4-7;;7x; + v') +>"J > (52mg) £ 
h;Ux> (5ml) lcfln&&l?L/r&. 2-?DD7x-;Wv«>7^-h 
( 0 . 0 5ml) * JniU 3 0 #Ra&n*&B&£ L KlD&ftSr * a n a/7 
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■bh> (1 0/1) TSBB-r-B^U^y^^A^a^h^^^-K^DflU!! 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 01 (s, 3H) . 
4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 6. 98 (d 
d, J = 7. 3, 7. 9Hz, 1H), 7. 14 (d, J=8. 6Hz, 2 H) , 
7. 26 (dd, J = 7. 3. 7. 9Hz, 1 H) , 7. 31 (d, J=7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz, 
1H) , 8. 37 (s, 1H) , 8. 50 (d, J=5. 5Hz, 1 H) 

Mfi#tfrlt (FD-MS, m/z) :44 9 (M + ) , 45 1 (M + + 2) 

m&M2 3 1 

N- (3-^DD7x-;l.) -N' - {4- [ (6, 7-->V h^>-4-* 
7 'J AO ^-^>] 7x~;l/> frU7 (2 6 7) 
6, 7-^^ h + ->-4- (4-7.;7xy + v') */"J>(52mg)^ 
(5ml) Kflnjfc&JiPLrti&s 2-^DU7x-;KV«>7*-h 
(0. 0 5ml)m> 3 0#P»a&iSafELA:o o n*A- A/7 

■t h> (i o/i) TSgg-rs^u^y^^A^D-? hr^7^ -{c«kt)fisi 
u mm<Dit&®}& 7 2 m g . am 9 3 %t^/= 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 8 (s. 3H) , 
4. 0 3 (s. 3H) , 6. 4 1 (d, J = 4. 9 Hz, 1 H) . 6. 9 9 (d, 
J=7. 9Hz, 1H), 7. 09 (d, J =8. 5Hz, 2H), 7. 16 

(dd, J=7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1H) , 7. 38 (s, 1H) , 7. 4 2-7. 4 4 (m, 3 H) , 7. 5 6 

(s, 1H) , 8. 13 (s, 1H) , 8. 14 (s, 1 H) , 8. 4 4 (d. 
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J=5. 5Hz, 1H) 
Jt*£mm (FD-MS, m/z) : 4 4 9 (M + ) ,45 1 (M + + 2) 

l^ffe^J 2 3 2 

N- (2, ht^7x-^) -N' - {4- [ (6, 7-^ h*-> 

-4-*/ u;i/) (268) 

6, 7-i>V h**>-4- (4-7;;7xy + y) * J y > (5 2mg) * 
hJl/i> (5ml) KftlfN&JKU h'Jx^;bT^> (1ml) £jD*.fc|k h 
U7*xy-> (7 4mg) *apil s 3#RM&ML^ 0 Kl&ttfc2. 
h + ->T-'J> (0. 0 5ml) £Jq;u 1 1 W&WmM L fco RJCttKftll 
h U *A7k*«*aD;U ftKxf-^2IllttmL/=aWiWi*ISfild4Wc 

-eat^u MTimmi-h^o^r'^mifzo «£et»«*s*l. me*? on 

*^A/TH?h> (1 0/1) TSPBt-B^y^y^^A^n-T - 
I^^KU SlO{l:^8 3mg* 4S3P1 0 0«Tf»fc o 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 5 3. 7 2 (s, 3 H) , 
3. 84 (s, 3H). 4. 02 (s, 3H), 4. 05 (s, 3H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d. J=7. 9Hz, 1 H) 
. 7. 05 (dd, J=8. 5, 8. 5Hz. 1 H) , 7. 13 (d. J = 

9. 2Hz, 2H), 7. 43 (s. 1 H) . 7. 54 (d. J=8. 6Hz, 
2H) . 7. 5 8 (s. 1H) . 7. 8 5 (d, J =8. 6Hz, 1 H) , 

7. 88 (s, 1H), 8. 27 (s. 1 H) , 8. 50 (d, J = 5. 5Hz, 
1H) 

KS##Ht (FD-MS, m/z) :4 7 5 (M + ) 
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mmm2 3 3 

N- (4-fc Yu*i/7 - N' - {4- [(6, 

*4->] 7x-;b} 01/7 (2 6 9) 
N- (4-<>^l/t+>'7x^) -N' - {4- [ (6. l-'J/ h + v/ 
-4-*>"JA) **->] 7x-;H OUT (2 2 8mg) £N, N-^^fA 
*AA7; K/Siif;l/ (15m 1/2 0ml) fciSBU MJif-JUT * > 
(4ml) fcftiifctk 2 0%7fcgtfb'<7 v?OA (1. 1 8 g) £fln;i> 
x^ffl»TSfi-Cl 5B#RSif#Lfco KlfcfcSr-fe^ F5«U ftttSrWfcLrt: 
fc> nm£?au*)\,J±/T*b> (10/1) Tig^t-S^'J^W^^A^ 
D7h/77-f -K«kt)«WiU ^0ft£*£l 8 8mg> iR^l 0 0%T'I 

1 H-NMR (DMSO-d g, 500 MHz) : 6 3. 98 (s, 3 H) , 

3. 99 (s, 3H), 6. 60 (d. J=5. 5Hz, 1 H) , 6. 68 (d, 

J=8. 6Hz, 2H), 7. 21 (d, J=8. 5Hz, 2H) , 7. 22 
(d. J=8. 5Hz, 2H), 7. 47 (s, 1 H) , 7. 60 (d, J = 

9. 2Hz, 2H), 7. 61 (s, 1 H) . 8. 58 (s. 1 H) , 8. 59 
(s, 1H), 8. 98 (s, 1H), 9. 03 (s, 1 H) 
M£*rtt(FD-MS. m/z) :4 31 (M + +l) 

%ffi092 3 4 

N- (4-7th4'>7x^;l/) -N' - {4- [ (6, 1-*J* h**>-4 
-^yj;U) tt->] 7i^> (2 7 0) 

N- (4-t Kd + ->7*-^) -N' - {4- C (6, 7-vM h + v-4 
-+y>J;b) 7*^1,} OUT (4 7mg) *ififtyf-l/> (6ml) 

fc*J*U F'Ji^7;> (2ml) «HI*.fc8L fcfTKtftfc (0. 5ml) £ 
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«*Lfc 0 «ET*li£e*U Si*?on*W7th> (10/1) -e 

3 5mg, JR*6 8 96t?»fco 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 2. 3 1 (s, 3 H) , 
4. 01 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H), 7. 01 (d, J=8. 6Hz, 2 H) , 7. 11 (d, J=9. 2H 
z, 2H), 7. 26 (brs, 1 H) , 7. 32 (d, J=9. 2Hz, 2 H) 
. 7. 4 0 (s, 1H) , 7. 4 5 (d, J = 9. 2 H z , 1H), 7. 5 6 
(s, 1H), 7. 56 (brs, 1 H) . 8. 46 (d, J=4. 9Hz, 1 
H) 

R*£*f*t (FD-MS, m/z) :4 7 3 (M + ) 
^&fe0J2 3 5 

N- (3, 4, 5- hUy h4i/7x^) -N' - {4- [ (6, 7- s J* 
b*i/-4-*; UJU) 7i--M (2 7 1) 

6. h*->-4- (4-T^y 7x; + > » *yj > (5 2mg) * 

h^x> (5ml) KtiaimmU HJxf-;b7$> (1ml) *Jn;Lfc8U h 
■J7*xy> (66mg) £fln;U 2£Mftl3&BaiELfco Rl6ttl-3, 4, 5- 
■^n + ->7~'J>(7 6mg) *JPX.x 1 9^JD^jiatLfco RJB«iKK» 
h 'J SATkfcttfcJlD^ IKKxf-;u-r2lsl}ibajLfc»««*l8ffiId^fi* 

*;UA/7-tzh> (10/1) *eJWBt**>U*y;U*5A^D-7 h/77-f - 
fc*»5fttRU &m®4t&!fa£7 6mg. JRs$8 7KT?»fco 
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1 H-NMR (CDClg, 500 MHz) : <5 3. 81 (s, 6H), 
3. 83 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H), 

6. 44 (d. J = 4. 9Hz, 1 H) . 6. 69 (s. 2H) , 7. 12 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 41 (b r s, 1 H) , 

7. 48 (d, J=8. 6Hz, 2 H) , 7. 57 (s, 1 H) , 7. 58 (s, 
1H) , 8. 47 (d, J-4. 9Hz, 1 H) 

MtfMFMt (FD-MS, m/z) :5 0 5 (M + ) 

fSJfe0lj2 3 6 

N- (2, 4-v^7Mp7x^) -N' - {4- [ (6, 
-4-^;'JJl/) "7^-71/} (2 7 2) 

6, 7- h + ->-4- (4-7;;7i;+y) +y »J > (1 0 Omg) 
£h;l/i> (10ml) KMimmtiz^ 2, 4-y7;Wn7x^Kyy 

7*-h (12 0ml) fcjpiu 3 0^F B Un^j§^t/c o #fHjLr#fctea*it 
IKU h^i>"e?z5fej^-r5C<t(cJ;0^M©^^l 2 8m g> JR^8 4%"C 

X H-NMR (DMSO-dg, 5 00MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s. 3H), 6. 46 (d, J-4. 9Hz, 1 H) , 7. 03~ 
7. 10 (m, 1H), 7. 22 (d. J = 9. 2Hz, 2H), 7. 28~ 
7. 35 (m, 1H) , 7. 39 (s, 1 H) , 7. 52 (s, 1H) , 

7. 59 (d, J=9. 2Hz, 2H), 8. 05-8. 12 (m, 1H), 

8. 47 (d, J = 5. 5Hz. 1 H) , 8. 52 (s. 1 H) , 9. 15 (s, 
1H) 

Si^lfrKFD-MS, m/z) :451 (M + ) 
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HWJ2 3 7 

N- (2. 5-v>'7;l/tQ7x^) -N' - {4- [(6, l-V/Vf-v 
-A-*J U;IQ 7x^} »U7 (2 7 3) 

6, 7->7h + ->-4- (4-7;;7x; + y) +y'J>(100mg) 
£HUx> (10ml) 2, 5-^7^tD7xiMv> 

7*-h (12 0ml) 3 0 #F&Dn&&filt L tz a flr^ LT£*:*£il£i8 

1RU h;bi>T ! ^-rS^«i:^«kf9M©fb^^l 3 2mg x 7%tr 

1 H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d. J=5. 5Hz, 1H), 6. 8 0- 

6. 87 (m, 1H). 7. 23 (d, J = 9. 2Hz, 2H), 7. 2 7- 

7. 3 3 (m, 1 H) , 7. 4 0 (s, 1H) , 7. 52 (s, 1 H) , 

7, 59 (d, J = 8. 6Hz, 2H) , 8. 03-8. 08 (m, 1 H) , 

8. 47 (d. J = 5. 5Hz. 1H). 8. 78 (s, 1H) , 9. 27 (s, 
1H) 

(FD-MS, m/z) :45 1 (M + ) 

N- (4-7;7-2-^nP7x-;l/) -N' - {4- [ (6, 1- 9 J* h 
*->-4-*/ U;U) 7x-M frl/7 (2 7 4) 

N- (4-^nD-3--ho7x-^) -N' - {4- [ (6, 7 - *J * b 
d^.>_4_^y ij^) # + 7x^1/} £U7 (1 5 Omg) ^?dd*;1/A 
*y-;l//7K (10m 1/1 3ml /3ml) IC&JSU ^flgg* h U •> 
A (5 0 1mg) 6 0t:^T5 O^i^t^io ^ o o^jbA-e2I§]tt 
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mt&&&u mm&9uu*)),j*/T*\>y (io/n Tssa^-s^u^y 

JUjyJ+tu-vbyyyj-lcZVmML mmvlt&VJ)* 4 8mg N JR$3 4 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 94 (s, 3H), 5. 14 (brs, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 51 (m. 1H), 6. 65 (d, 5=2. 5Hz, 1 H) , 
7. 1 7 (d, J =9. 2 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 4 8 (d. 
J =8. 6 Hz, 1H) , 7. 5 1 (s, 1 H) , 7. 5 6 (d, J = 8. 5H 
z, 2H), 7. 83 (s, 1H), 8. 45 (d, J = 5. 5Hz, 1 H) , 
9. 10 (s, 1H) 
«S##HI (FD-MS, m/z) :4 6 4 (M + ) , 466 (M + +2) 

0US0J2 3 9 

N- {4- [(6, 7-?y h*»>-4-*7 7x-;b} - 

N' - [2-xh4j/^;^-;l/7x-^] (2 7 5) 

6, h + >- 4- (4-7;;7xy + v/) (1 OOmg) 

*MI,x> (10ml) fctjn&&#U h'JxWi> (1ml) fcfln*.*:^ 

hu^*xy> doomg) 2^mafmmiti 0 Kfom^i-fr- 

2 -7 5 h (84mg) £fln;l, 2 ttNAnftlSft L fco Ri6ttK:K 

warn* h u ^ixTK^^sn^. B^Kif-^-e2iii»fcbL^^«»p j £rtafQ^ 

o*;l/i*/7-fe h> (10X1) TM^S^U tWM^A^dv h^77-f 
-K-kOHKKU ^g©fb£r#r£8 6mg, JR^5 2%T'^fc 0 

1 H-NMR (DMSO-dg, 90MHz) : <5 1. 37 (t. J = 7Hz, 
3H) , 3. 9 4 (s, 3H) , 3. 9 4 (s, 3H) , 4. 3 8 (q, J = 7 
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Hz, 2H), 6. 47 (d, J=5Hz, 1 H) , 7. 1-8. 1 (m, 9 H) 
, 8. 38 (d, J=9Hz, 1H) , 8. 47 (d, J = 5Hz, 1 H) . 
9. 92 (s, 1 H) , 10. 10 (s, 1 H) 
MtfMfNi! (FD-MS. m/z) :48 7 (M + ) 

H»J2 4 0 

N- (2-/1-JH-*7x.-)l>) -N' - {4- [ (6, l-'J* h**>-4 
-*/UJl/) 7x_;b} frU7 (2 7 6) 

6, 7-^h*->-4- (4-7;;7x;+>» *7 ■) > (1 3 lmg) 
£h^x> (13ml) fcfla&&fl¥U (2. 6ml) Srfln*. 

h U 7 * XV > (152mg) ZtiQA.^ 2 tffiBJJD&iSaft L ^ Q mm.K 2 
-yf;W7-'J> (0. 11ml) ^Jn^-x 1 OMJfJDIfejlSlEL^o 
ic£&7k#^ h 'J «7 A*&&£tn;U ^od at? 2 [slfAttS L i&mmmtt 

^?aotwl/A/7-lrh> (4/1) TS^^-S v' U iitffofi? A^07h^7 
7>f ~ICJ:J9^$SIU &g©fl:&$l£2 9mg, JR^l 4%T*#fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<J2. 50 (s, 3 H) , 
4. 00 (s, 3H), 4. 00 (s, 3H), 6. 51 (d. J=5. 5Hz, 
1H) , 7. 0 8-7. 15 (m, 1 H) , 7. 2 5-7. 3 5 (m, 3H) , 
7. 45 (s. 1H), 7. 48 (d, J = 7. 9Hz, 1 H) , 7. 58 (s, 
1H), 7. 67 (d, J=8. 5Hz, 2H) , 7. 99 (d, J = 7. 9H 
z, 1H), 8. 2 4 (s, 1H) , 8. 5 3 (d. J =5. 5 Hz, 1 H) , 
9. 61 (s. 1H) 

OT#tfHI(FD-MS, m/z) :46 1 (M + ) 
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mmm2 4 i 

N- [3, 5 (hU7Atay^) 7x^;l] -N / - {4- [ (6. 
h^y-4-^;'J^) 7x-;l/} ^1/7 (2 7 7) 

6, h*->-4- (4-7;y7x; + -» +7U> (50m g) £ 

h;bjc> (5ml) izmmmBL tV^JlTiy (lml) £JlD;LfcflU h 
•J 7 * xy > (55mg) Srjfjn*., 3 £iaHnAMl&iE L fc 0 Kfcftfc 3 . 5 - 
(hUTJUtf-oy*-*) 7-U> (116mg) £fln;i> 2 O^MAHIMKSlEL^o 

&m*9an*)),A/T-kb> (10/1) T«t5->'J*W7A^D7 
h^7 7^-KJ:t)««!U 3aoft^«J*5 4mg, JR$5 8 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 63. 9 3 (s, 3H) , 
3. 94 (s, 3H), 6. 45 (d, J=5. 5Hz, 1H), 7. 23 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (d. J=9. 2H 
z, 2H), 7. 62 (d, J=9. 2Hz, 2 H) . 7. 64 (s, 1 H) , 

8. 15 (s, J=5. 5Hz, 2H) , 9. 13 (s, 1 H) , 

9. 4 3 (s, 1H) 

M#*ffll (FD-MS, m/z) :55 1 (M + ) 

mmm2 4 2 

N- (3-^PPypb';t/) — N' - {4- [ (6, 7- : J* h*v-4-4- 
y W *4->] 7x-;H 7U7 (2 7 8) 

6, 7->M h*5>-4- (4-7;y7x; + -» *y 'J > (5 0mg) £ 
h^x> (5ml) IctnJR&fttU F'JiWiv (lml) fctoifcSU h 
U7*xy> (5 5mg) *Jn;U 3£IBHn*«iftLfco KiS&lc 3 - 9 u u ? 
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at°)V7-<)> (6 6mg) fcfti*., 2 0 toUStoMMML I K 0 KJfcftlc^&TMJl 

A/7-feh> (10/1) TJg^tS^'J^y>'l/^7A^avh^77^-{C e fc 

1 H-NMR (DMSO-dg, 5 00MHz) : 51. 87-1. 94 (m, 
2H), 3. 20-3. 27 (m, 2 H) , 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 9 3 (s, 3H) , 3. 9 4 (s, 3 H) . 6. 29 (t, J = 
6. 1Hz, 1H), 6. 41 (d, J = 5. 5Hz, 1 H) , 7. 14 (d, 
J=9. 2Hz, 2H), 7. 38 (s, 1 H) . 7. 5 0-7. 5 5 (m, 3 
H) , 8. 46 (d, J = 4. 9Hz, 1 H) , 8. 61 (s, 1 H) 

Kftfttfflg (FD-MS, m/z) :415 (M + ) 

HJfe#!2 4 3 

N- {5- [2- (4-7^p) 7xy^->] -b'U^} -N' - {4- 
[(6, h^i/-4-^y'J^) 7x-jH frU7 (2 7 9) 

6. 7->M h + ^-4- (4-7i;7x;4v') *>"J> (53mg) £ 
h^x> (5ml) (CftDftttlfU h 'Jxfj!/7; > (1ml) £lJD*.rt:SU h 
'J7*xy> (58mg) Ztia^ 4^jDlftiSML^o RiCWtlc5-T5y- 
2- (4-7;M-n) 7x^'>t''J^> (9 5mg) &tlD*.s 1 9£M2nftg 

S£U »^OD^A/7th> (10/1) Vm.ffltZi'Vij'fJl'ij? 
A? u-7 Y /77 4 -fcU^flKHU Wh^7 4mg, JR^7 9%T^ 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 01 (d, 
J=8. 5Hz, 1H), 7. 12~7. 24 (m, 6 H) , 7. 38 (s. 1 
H) , 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz. 2 H) , 
8. 01 (d. J=8. 6Hz, 1H), 8. 19 (d, J=2. 4Hz, 1 H) 
. 8. 46 (d. 3=4. 9Hz, 1 H) , 8. 77 (s, 1 H) , 8. 89 
(s. 1H) 

MSMftl (FD-MS, m/z) :52 6 (M + ) 
IU£0]2 4 4 

N- {4- [ (6, l-'J* Y*i/-4-*J y^-M - 

N / - (3-^W;;7x-;t>) frU7 (2 8 0) 

6, 7-^ h*>>-4- (4-7;;7i; + y) +yj > (5 2mg) £ 
h^x> (5ml) fcan«tiB»U MJx*;U7$> (1ml) £iQ;ifc& x h 
U7*xy> (55mg) *Jd>U 3^Hmnnitii%LA:. KJSttfc3-?y*-;U 
7$y7-'J>(69mg) £flD;is 1 2 ^P H 1JaHftiS«£ L Slfc&K&i&Mil 

*U U>>AT?«»Lfco «EET»«*e±U Si*^nn*;b 

A/7-t?h> (10/1) -eS§|-r-5v/»J*y;l,7>7A^a-7hr7 7>f-^i; 

o«khu mmoit&mt: 1 2mg, jr^s 9%-e?ifco 

1 H-NMR (CDClg, 500MHz) : <5 2. 92 (s, 6H), 
4. 01 (s. 3H), 4. 03 (s. 3H) . 6. 41 (d. 3=4. 9Hz, 
1H) , 6. 48 (d, J = 8. 6Hz, 1 H) , 6. 56 (d, J = 9. 2H 
z, 1H), 6. 88 (s, 1H), 7. 08 (d, J = 9. 2Hz, 2H) , 
7. 14 (dd. 3=1. 9. 8. 5Hz, 1H), 7. 35 (s. 1 H) , 
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7. 41 (s, 1H), 7. 45 (d, J=9. 2Hz, 2H), 7. 55 (s, 
1H), 7. 67 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) 

WMftVtffiL (FD-MS, m/z) :45 8 (M + ) 

H»J2 4 5 

N- (2-bKp^'>7x-;P) -N' - {4- [(6, 7-v?nt'>-4 
7*-M frU7 (2 8 1) 

6. r**>-4- (4'-7;;7x;*«» *y »J> (1 0 5mg) 

%hJlx.> (10ml) Kinfl&SflU h»Jx^;UT^> (2ml) &tn*.fcfk 
h'J"7*xy> (1 18mg) 2^KKl0jft«*Lfco RiC3ftlc2-7 5 

;7x;-;K7 7mg) £fln;L. 1 0ftmmMffi.ltc o SJSttfcfiaR**-^ 

*f*5«U ^g0*b&«:8 6 mg N JR^5 6%T?»fc 0 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J = 4. 9Hz, 1 H) , 6. 73- 
6. 8 8 (m, 3H) , 7. 2 0 (d, J =8. 6 Hz, 2H) , 7. 3 9 (s, 
1H) , 7. 52 (s, 1H) . 7. 59 (d. J = 8. 6Hz. 2 H) , 

8. 0 3-8. 0 8 (m, 1 H) . 8. 19 (s, 1 H) . 8. 4 7 (d, J = 
5. 5Hz, 1H). 9. 46 (s, 1 H) , 9. 95 (s, 1 H) 

9tm&Vm (FD-MS, m/z) :43 1 (M + ) 
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4 6 

N- (3-fc Kp*'>7^_;10 -N' - {4- [ (6, l-V* h*->-4 
7x-;H »U7 (2 8 2) 

6. 7->'n^-4- (4-7i;7x; + ^) *yj > (115mg) 
*Y)\,a-y (12ml) IzmimML b 'Jxf;|,7 $ > (2ml) fcflDifcSK 
MJ"7*xy> (113mg) £Jd;U 2£f E M&MLfc 0 Sfi>fc3-Ti 
^x>-;b (7 3mg) Ztiax., 1 0^BBn«ai*Lfco ElfirafcilSt*** 

*»*«U £8®{b£#j£9 5mg, |R$6 0%Tl#jt o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 

3. 95 (s, 3H) , 6. 3 5-6. 4 2 (m, 1 H) , 6. 44 (d, J = 

4. 9Hz, 1H), 6. 7 7-6. 8 5 (m, 1H), 6. 98-7. 08 
(m, 2H) , 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s, 1 H) , 

7. 5 2 (s, 1H) . 7. 5 8 (d, J =8. 6 Hz, 2 H) , 8. 4 7 (d, 
J=4. 9Hz, 1H), 8. 57 (s, 1 H) , 8. 73 (s, 1H), 
9. 3 1 (s, 1H) 
HUkftVrfli (FD-MS, m/z) :431 (M + ) 

HJ&0J2 4 7 

N- (3-bKa^'>^^;l/7x-;l/) -N / - {4- [ (6, l-Vi 
F^->-4-^;'J^) 7x-;l4 7U7 (2 8 3) 

HISW1 9 7Tfl|3tN- (3 -xh* '>*-M?-;U 7 x-;lO -N' - {4- 
[(6. ht->-4-+;'J^) t+->] 7xz;H «i>UT(19 0 

mg) £*?y-jU (3m I) {cJgfJKU 3 5%7KBfrfb*7 'j OATfagjfc (5m 1 ) 
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1 H-NMR (DMSO-dg, 500 MHz) : d 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H). 7. 38~7. 65 (m, 7H), 8. 13 (s. 
1H) . 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 8. 8 8 (s, 1 H) , 
8. 97 (s, 1H) 

MS#&rfit (FD-MS, m/z) :4 5 9 (M + ) 
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Wistar-Kyoto^^ y V (B^-r-JbX'J ><-tt^£A^) «fc 9 W§8£&iii U 
«>-tf> ^(Nephron, 22, 454 (1978)) iaot«||lt 0 C*l£, 
10%* i/teft]faM (WF. FCS ^^t;RP«I 1640 igJfi CEOs ^tBS 

i^y^uwm&l M^mrfl'- hfcffigU 10%FCS ^^t^itfi(-T2 

&&±u g^L/iiffl»a^5oo ui o. i%*:>ifititT;i/:/s 

*>K (£TF> DMSOiBSf) iw^^-frfcftSIISI^co^ifelcl. 3 80 1 
SjflDLT21£&> 3 71CC1 $NK b l fz a t Mffi*&;ll!lfil/Jv&& 

xigym^Bm cot* pdgf-bb tn&io &o. 1% BSKt&tit&tozmmtsik* 

£*l*f**K*<5 Ong/ml i/ai^i^x^i^S/ilfo^jDU 37^ 
Tl 0£IHK >+^K- h Lfco igiffi£l&£U 5 0 0 n 1 © 'J >®Sgffi£g:& 
&7k (pH7. 4) COT. PBS <fcB&-f) *«£Rj}§>ri:ifg®j& 
(IX Triton X100 ^ 2mM *)l Y't+ViVlkf- b 'J 0 A, lmM U > \ > 4 
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*m2i-bVVJ* (J&ITn EDTA <h ti&~t) h <J Xifii^ (p H 7. 

4%))^5 0M©DLfco 4 r T30#IBJBU3Jcll* S C t «^ Rjigffc U 
1 965 ^ U MffiK:*- h 'J -5 A (£TF> SDS iBg-T) h 'J Xijg® 

4H6*7K«r^«8an L <k < m& tfz 0 Z ©»tt 2 0/!li;o^T7. 5 

©#y7*y;u7s kwtsds nmmhzn i fz 0 wfimms y^^osa 

PDGF-BB OSan(Cj:»)aB'J>iMk*S«'fcPI)CFS«(<: GHPfir&l 8 OKDa ) 

PDGF-BB »{C«fc^PDGF^g(*:©@HU 1 0 0%. Ig^Jfc «fc tfPDGF-B 

B ^JnLWtt^j^UKfcttSga'j >8tffca£0%£LT. ^i^S 

s»»aau >n<k5 o%pi^«s (i c 50 ) *ntajLfc 0 

*§eW©{fc^©PWFgSttBBU >K<fc5 OXIfiSSK (I C 5Q ) ttl 0 0 
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(2 8 3) 


0. 


0 0 2 


(2 8 8) 


0. 


0 2 4 


(2 8 9) 


0. 


0 3 2 


(2 9 0) 


0. 


055 
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lg£6E©&it£ Wistar-Kyoto vvY (7 Sift) (B#f- + -;UXU'<H±fr 
OX- 7 (Pathol. Int., 45, 409(1995)£ffl L fc) £1. 2mg/kg©ffl* 

SS-tK OX-7«!#SBJ;e>lB2l5U 8 BMattlln&^lfco 

*^L<tt*9HBic7v hz^-T-jifmrxmrnu 
o : &nwftizmtmmzm#>te^ 

1 : &mpnz 2 5 KOT©Wtt«*Ra& 5 

2 : *JS#F«3(;: 2 5-50 K0a<b5££S&S 

3 : £ 5 0-75 K0Bftffi&£IBa6 £ 

4 : *3*ttrt(;: 75-100 Homikmrnzmb s 

^Ttifc&U *3tftBft<Z>*|Mt!¥ (96) *&&lt: 0 «3aft£ttBartlettj* 
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1 Omg/kg 11.7 P< 0. 0 5 

3 Omg/kg 1 0. 2 P< 0. 0 5 

1 0 Omg/kg 13.7 P< 0. 0 1 



I*gfefll3 

1 4 3 ®i t&WW X aifllgHBia ( P 3 8 8 ) (r^-T -5 StTO 

n 

v^x&jfl«piftiiiaP3 8 8fiHfla (ATcc^bA?) £ i x i o 6 mmmp^z 

1 0 0mg/kg(i:^SSJ;9^»[®WI:^^^L^«i:C6^ fcHMSfcttLT 
1 3 0%©5i^^Sli6t>nfco 



2 it&mmmsQit&mothyv*— ?nm cglo7) teat sag 

t h^tf*- ^«BflaGL07 (SOIIMj!4»*»FK^e»A^) *?-Kv*x 
K#teU 1 0 Omm 3 §Ki:«oM?^nKltCD^^ 
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tot, #Mt¥fctt«E#£l 4BHSB* -B-@igPS#L^o ft#§ffl£B©« 

1 1 l ^ i # ©**.««*© xhi ommwmt: c x , b&i»^f* © 

II^TxiU (TGIR) = (1-Tx/Cx) x 

1 0 0^*J6 tzo m4M^(DMJ^.mm^Pr\ i^OTGl RMH7 q%t-&k>, 

3 *%njjg>fl:£frg)fc (gl o 7) {w^-r^ifflmKa&jR 

2il^»ir, t h 7*U®GL 0 7 (fSIMMH^W^rt^A^) * 
7- Kv>xic^«[U IMKttWl 0 Onm 3 SJK^tto £%&T&i¥©®i5# 
«l©^*<^-lctt«J:«5lcl»4Efolw»»lt«-L, 5 Omg/kgifcSJ;-? 
K&l&bStte, tfJRa?lc(itt{*&9BIHJ&B. -B-EMEDfi^Lfco &^B§ 
&B©M*I#»£1 4 Lfc£§©ftMP©xBi©Mg|#«£Cx x 

^onfti^Txtu mitHeqiw (tg i r> = (i-t x /c x ) 
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mmwmum 


(A A*\ 

\ 4 4 J 


7 R 
f o 


(A 


G R 


Vu Z J 


O t) 


looj 


D Z 


(O f J 


o 4 


(5 8 J 


D 7 


(5 9) 


o o 

o z 


11 b o; 


f U 


(1 b o) 


0 0 




O 4 


f i q n ^ 


0 U 


n on 

\± v LJ 




( 1 Q A \ 
\ 1 a 4/ 




f 9 9 
^Z Z 0^ 


R 




7 R 
f o 


f 9 9 cn 

\ & c* v ) 


R 1 

O X 


(2 3 5) 


78 


(2 3 6) 


84 


(2 3 7) 


74 


(2 4 2) 


62 


(244) 


73 


(2 5 4) 


85 
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(2 5 5) 8 6 

(2 6 0) 5 2 

(2 6 2) 8 7 

(264) 63 
(2 6 7) 6 5 

(2 7 2) 8 4 



4 it&mm 4 3 &<t vHt&®%^ 5 8 <D4t^<p&wammmKm-&VL 

£2- KvCXI^HU iimi 0 0 mm 3 gSf-^ofc^T^ 
©J®B#S©¥^£|— KtZZk ole lgf 4E"f oKg^tfS- Lx 1 0 Omg/kg 

Lfco dtlbOM^iimW^ (TGIB) o^m^^4g(c^-ro 

3ft43l 

mmmmmm 

mmm mm ctg i r%> 

(4 3) (58) 

COL-1 colon 68 74 

St-4 stomach 78 86 

L -2 7 lung 8 3 9 6 
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-1*9-1 OE©iittDBA/l JNCrj-7** (9 iff*) (B*f- + -^X 
•J'<-tfcfr&A^) *ffl^fc 0 5Bl©«>^**Iia3 7-y>0. 3%^W»tt 
(K-4 1, ^7—¥>&LfflRfe&) n 1 5 mgO Mycobacterium tuberculosis 
H 3 7 R a (Difco Labs.frbA#) s 2. 5ml©£31&$gi£fc«J;tK7 . 5 ml© 
^7D^f>K7^^'> K (Difco Labs.fr^A^) frbX-7 ft,? 3 >£fg 

mmomm^mm^^ 2010x7^3 y&*mBfrt>i 6Bp a i*Bj^£rt 

8^- L fco <£-5v>74 R©B3§©£&£&Btt& LTto 

fb£tt##4 30fk^4!j©3 7-y>RSMtHW^©*tBI6S* (%) £J2TF 

«#s* 7/10 7 0 

lOmg/kg 1/9 11 

10 0mg/kg 0/10 0 



£Lt©£j|lfr &{b#Wf - 4 3 ©{b&03li >^ttHS5^©HS^«l 
*iJ-r*C£fr**i]BI3L*:o 
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m # © ie S 




CI) 



« (ID : 




Kck mtil, 2*fcli3t?*tK R 3 lieS'lfcCN* OH. /NDy">, 
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[5£4\ mli±Eilol**-C*t?x R3' lifflSiJKOHs C^CgT^k 
C 1 -C 4 7;U3*->-e*t)^ ZttTOK*^{iffl8iJKN**:ttCHTf*-5] 

a (IV) : 




(b) XfiCK SifcttCHgTitK QfcU 
« (V) : 




jfc.fctfkttfigiJIcOSfctilTfc'K RcteflSijKHtfctiC., - 

5 1 

C 4 7;l>*;UT?**K AttC j -C^l^k C 1 -C g 7^-;K 
(C 3 -C 1Q ) 7;U+^k C -C 4 7;U3*->/7^-;k 7x^k ^-7 

f-;k 7U^k f-x-;k Ov*-r;k mfc / <>"/-oi>£fcM;c 0 -c , 7->;u 
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22 2 



*©*J!5S;©^r oJ'J -^g£> SW*9-afclilO -fiOS^iSo^x □ 7 
CN, N0 2 . 0H N NH r A D y> N C 1 - C g 7;l/*;k 

^ (C 3 -c x Q ) 7;i/*;k c j - c 4 7;i'3*-x c 1 -c 4 7;i/3+«> 

rtjbtf^k C 1 -C 5 7->;K C j - C g 7->n*>\ C 1 - C 3 7^+b > 

v?**^ c x -c 4 7;u+;U7 ^ ;^ >>- (c x -c 4 7;i/*;i/) 7$ a 

COgH. CONH^ N- (C 1 -C 4 7;U+;U) 7 5 Kx N, N-5>- 
(C 1 -C 4 7^+;U) 7; Kx C 2~ C 4 m;b7 ' Kn h'j7^D^f 
;k C x -c 4 7;u*;Uf-*x 7*-;K i^7x^;k 7x; + >, Bft:7i 
y**>x 7x^;w, B&^-^x^x 7x^i (C 1 -c 4 7;b+;b) N 
ggS^i-^U (C 1 -C 4 7-»U+;U) x b"'J v?;k h*7 i>'-Jk f"J 5 
t°'J*'>^k t*n y >>.=Jk fc^US?— ;k tr^^-Jk **tX7^-;K 

*^*u~-;k +y u;k *±vv-jk 'OWJk ggsowjufc/ctt 

C 2 -C 4 7->^b«IR^tl-5 l~5^@©S^S^LT<<>Tfc«t;<x B(i N 
Ox Sx NHx NCNx NR g ^7t(iNOR 6 C:t\ RgteC j ~C 5 7;b 

2. W*<NCDJi^x X(iOx St7^(iCH 2 T-*t)x Qtex 
(V) : 




(V) 
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2. iC (I) 4k W*<CHT*«9. XtfOttzltS-U&Q^ Qrt<5$ (II) ^ 
3; (III ) ttzltt (IV) t*#ElK:!2*©*y> 'J>Bi*fl:*iJ:tf 

3. j£ (I) 4a x W*<CHT*?)x X^OTfc^ Q*<5$ (II) x £ (III ) 
tfcfcfc* (IV) T*£*i£> iffc&glfcK*®*;' 'J >R**fc«kCJ c *nb.©l6 

4. a; (i) xt&<o n ssfcttCHg-ej&tk (v) -e^sti^ 

5£ (V) K (V) 4i x jfcj:t/k*<0T*0x BfcU 0 N S. NOR c (;: 

D 

6 . a; ( I ) tk R x tfR 2 t><®%\K c x - c 5 T/M^Tifc t) x Q*< 
xt (V) [5£ (V) *k j*<OT*fct)^okri<l-e&Sri\ jj&<lTf*^ 

NCN> NRgtfetiNORg C:^ RgtiC j - C g TJl^rJl7:$>Z) ~? 

7. S (D^R^'WRg Mil: C l - C 5 r;Mr 

5$ (V) K (V) iK j*J;tfk36<it>|wlT*0> R 5 **fl»!lK:**tfctt 
yf-;UTr*»9, Btt N 0. S x NH N NCN, NR g £*:ttNOR g (CCT\ 
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s-7*?-;k t-7*?-;k 'Of-^k -fvof^k n'Of-./k ->^o^ 
*i/;k i/*o'v7f-;k 7xiA, *7f-;k 7'JJk ^x-;k t'jyA* 

ti^xDT'J-^Sti. 7;M-cu ?no N yot, a-K> ->7>\ t Ko + 

-YV^nh^k 7>;k ^VT'f^k s-7f-;k t-yf-;k y 

*J U Cf JC+^-V/'J >B|a»#N iS&tfZft £©3l^tt{Cf^T£ -S 
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j lilT*0^ok(iOT*<3> RjfccfctfRgtefiSiJcc x - C g 7;!/*;kz? 

of;k 7fyk -fy^fyk s-y>;k t-y>;k 'Ofyk -Yv-Of- 
;k i/^oOfyk v'^d^v'^ v^o^y^k 7x— ;k *-7f\>k 

©T;l/+;Ug. TU-^S^fcii^xnTU-^gli, y;k*n N ?oo, 7d 

;k ^^k xf;k 7nt?;k -f7^ot 0 ;k ^f-;k -fyrfyk s-7f- 
>k t-7>;k * .x.Hri\ ^o^k *f V^D-f+->^fc|iy h 
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10. 5$ (VIII) : 



R 5 ?5 




Wf*CH3£liNT-*<9> R 1 *^!iR 2 {i«^C x -C 5 7^+ 

C 1 - C )l*r-)W i/taOi-JK i/ta^i/JK S'^o'V^f-Jk 
C x -C 4 T;U=i4">*«rt/sK— 7x^;k ±i=f-)W 7U;k ;k < 
>7f;k T-fe^;k f'Jv^k f'J 5 i?-;k b'a'J^ fXUv^k 

e^7^- ;k *ttX7?-^ -€-;u^u y-e&tK A-e^t>^tis^tLbO 

H s CONH 2N t Kd + a ^ho, 75 A C ^ — C ^ 7J]/^rJ\/7 i A 

- (c x -c 4 7;u+;b) 75 a c x -c 5 7->o*s/ N c 1 -c 5 7->;k 

C x -C 4 7;Mr;Uf-;*\ hU7Mayf;k C 1 - C g 7;U*;k C 1 ~ 
C A 7Ji3*isjw C x -C 4 7;U3 + ->*;i/**-;k N- (C ;[ -C 4 7;b+ 
^) 7 5 h\ n, n-v- (c 1 -c 4 7;u+-»u) 7$ Ks c 2 -c 4 7;u+;u 
7 5 h\ xf u>i?**i/ N 7jL-;k 7i; + k II£7x— ;k 'O'AOk 
fjv^k t°5^-;k e'M^-^k fu^'^-^k *,"JJk 
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11. 5£ (IX) : 




^T**>«9> R 5 liWJK**Sfcli;'?-;i'T*tK AliC j - C g TVM^k 
C 1 -C ^TJl^r—JK i/twOf-JK w\*'s)K o^f^k 
C 1 -C 4 7;U3+i/*;u^— ;k 7xi;k i-yf-JK 7U;k ^i— ;k ^ 
^AOk 7-tr*;k f'J^Jk b'U^^-^k fcTn «J fc'^Uv^k 

T)l*)im^ 7^-Jimtfzii^u7 0-Jl&it, ^ny> N ->7A C0 2 
H. CONH^ t Kd+-> % - ho N 7;A C x - C 4 7;b*;U7 $ A 
- (C 1 -C 4 7;b+;U) 7^/> C x - C 5 7 fn* «> x c i" C 5 7 '^ 
C 1 -C 4 7^*;Uf-^ MJ-7;U^n^^;k C^-C^-M^k C^- 
Q A 7)lu*i/)W C 1 -C ^TJl^J-ffiJltf-JK N— (C 1 -C 4 7;l/+ 
^) 7 $ h\ N, N - v?- (C x - C 4 7;l/*A0 7; K\ C 2 - C 7;b*;l/ 
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7; Kx xfi/>^+>>, 7x— Jk 7i7*-a I^7x^;k 'OV'Ok 
f'J^;k e^^-Jk t"U5 2?-;k f'J^^-;k *>"JJk Sfct**^/ 

12. 5£ (VI) W#<CH"?fcS> »3fcg8 Watt©*./ U >R*fl:fc«k 

13. A (vii ) *k w*<cht?<&^ m*^9 'J >s§aw«3 

14. (viii) 4\ w*<cht*5x ssj&ei oi;:fei&©*y u >mm& 

is xvzti b©m#Wicfp^r-^ 6£ 0 

15. ax) w*<cht*5s »#3U i ciE«©*y 

1 6. 5£ (X) : 
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;k i/^D^«>^ ->^d^^;K 7'J;k C j - C 4 7;l/D* 

<DTJl*)Um^ ttzteTV-Jmii, OH, C0 2 H. 7;M"n. ?nn % 7 a 
^ 3-K\ - hn, 7SA i?- (C 1 -C 4 7;U+^) 7;7, -x^U>>> 
+ A /f-JU^-ts C 1 -C 4 7;U3 + >'^;Ufc;K h«j7;l/ 

*o/fjk c 1 -c 4 7>»i/*;k c 1 -c 4 7;un+> N tryy;k tfctt? 

17. 5$ (XI) : 




^■e*»? N R 5 li^iJ(C7K^*^{iyf-JU-e*«9. AliC 1 -C 5 7;b+;k •> 
^n^>f-;k i/^a-M^k o^7°^;k 7U;k C L - C 4 7;U=r4- 

©7-Mr;Hk tizlZTV-Jl&lU OH. COgH. 7,M-o N ^p Dn y n 
^ 3-H\ -ha N T5 A v- (C 1 7$ A Jif-U>v>' 
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C 1 -C 4 T^+>'k C x -C 4 T^3*i/ N fJv^k 2 £1*7 
x •=.;!/#» 1 ~ 5 ffl©H*S£WLTi*T Tf^fcSftS* 

18. 5£ (I) ^ W^CHT'*^ XtfOT&tK R 1 *J«tD f R 2 75<(ht> 
IZ/l-Jl-e&Q^ Qi)<^ (V) K (V) 4\ jfc^Ofk^flMlcOtfcttl-C 
**K R g D N A(iC j — C g TJl^rJW >^D^>^;k v'^n'v 
*>;k fJ'n'v/f-Jk 7U;k C 1 -c 4 t;U3 + v'*;UsK— ;k 7iiA, 

tfcl^fnyj-^ 0 H N C0 2 H x 7)l*a^ ^po n ^d€, 3- 
K\ -bcu 75 A v?- (C 1 -C 4 7^*;b) 7 5>\ xf l/V^-/, 
7-bh + k y^^f-^". C x -C A 7)l^*i/Ji}l#-)W YVlMutl- 
)K C 1 -C 4 7;U+;k C 1 -C 4 7^n^-> x k'Uv^k ifcli7a-^ 
£Sft£nSl~5^©gglS£WLT^T BfcU O x NH> NC 

N x NRgtfcJiNORg C:T\ Rg(iy^;I/T'*)S) T**£] T*&t>Ztl 

19. 5$ (I) 4\ Wj&<CH-£&*K R r R^tfclcyf-^TifctK 

2 0. 6, 7-^ h+->-4- (2-y h + ->7x; + >» +; 'J 6, 

h*^-4- (3-> h + >>7i; + >» 'J ^ 6, 7-v^y 
*>-4- (4 h*->7x;+i/) *y ij >^ 4- (3-7MD7i>/ + -» 
-6. 4-(3-bFn + ->7xy + y) -6, 7- 

^h+^yjx 4- (4-7*D^7 i ;+i') -6, 7-^n+->+; 



WO 97/17329 



231 



PCT/JP96/03229 



U 4- (3, 4-^>h+->7x; + y) -6, 7 - *J * h + ->+7 'J 
6. 7-y/h + ->-4- (l-t7fM+-» +y'J> N 6, 
•>-4- (2--^7f-;U*+'» 'J 6, 7-y7h + <>-4- (5-^ 
h*5/- 1 -f7f^*'» +y 'J 6, 7->7F + ->-4- (6-^ 
^■>-2-t7fW-» 6, 7-y7h + ->-4- (7-/h* 

•>-2— ^f^U;***') >J 6, 7-->Vh*->-4- (5-*y'j^ 

<j > N 6, 7-yn*y-4- (6-+yj;u^+v') 'j > x 

4- (4— f >KU^**-» -6, 7-^^ h*->*>"J>> 4- (5->f> 
K'Jd/sMrvO -6, 7-^h^;'J>, 6, 7-yn + y-4- (3 
h + i/7x-;U^) +y "J >^/^i*6, 7-SM h + ^-4- (4-> h 

*i/7xi;w) *y »j >*>t>s^$ns> »j£giiwta«©a (i) -eft*> 

21. (4-n-7'f;b7x-;l,) {4- [(6, 7-^ h*^-4-* 
>"JA)**v/] 7x^1/} *?y >^ (4 - t -7"^7x^;|/) {4- 

[(6, 7-?y h^i/-4-+y yd*) 7x-^} y. *y >^ (4- 

h 'J7^tnyf^7x-;l/) {4- [(6. 7-i?y h*y-4-+>"J^) 

(4-t-7*f;l/7x^) (4- [(6, 7- 
h + '>-4-*^- % /y— 7x-;H y*y>. (4-t-7f- 
^7x-;l.) {4- [(6, 7-T$>y h*->-4-*/ UAO >f;l/] 7x^} 
y *J N- {4- [ (6, 7- vM h+ >-4-+y U;U) 7ir 
M -S/*n^** h\ N- {4- [ (6, 7-*J* h + ->-4 

-*y'J4/) 7x-;H - (4-- hD7x_;b) a^tf*** h\ n 

- (4- [ (6, h*«>-4-*y"J;l>) 7x-^} - (N, 

N-y^W;y7x^) H\ N- {4- [(6, 7-Vt Y 

**>-4-*;'JA) **^3 7x-;H - (4-7tf-;l/7x-;l.) 
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if 5 K\ N- {4- [ (6, l-'J* h + ->-4-*yj;l/) 7x.;H 

- (4-n-7f;b7x-;W Y\ N — {4- [ (6, 1-9* V 
+ ->-4-4-y U^U) - (4-yh + ->7x^) #;u*> 
IK H\ N- {4- [ (6. 1-9* h + -/-4- + y *4->] 7 

- (4-ynt7x_Jl/) iiMttl Y\ N — {4- [ (6, 7-v>V 
-4-*/'JA) **^] 7x-;H o^>* >#;i/*'*if- ~ Ks N- 

(4-n-7'f;l/7x-;l/) — N' - {4- [ (6, 1-9* Y*9-4-** 
7x_;b} ^UT> N- (4- t -7*f;l/7i^.;l/) - N' - 
{4- [(6. 1-9* h+'>-4-+yj;b) 7x-jb} -7uy^ n 

- (2- h U 7Md^ f-*7*.=Jl/) -N' - {4- [(6, 7-v*y h*v/ 
-4- + y«J;l/) 7 ^-)Vl *U7^ N- (3- h U 7Mn* 

-N' - {4- [(6, 1-9* h**>- 4 -*y«J ;U) 7x 
-=-;l/} »7t>7x N- (4-h'j7;I/toyf;l/7x^) -N' - {4- [(6, 
1-9* h+->-4-+yj;b) 7x-;l/} -7l/7\ N- (2-^h+ 

— N' - {4- [ (6. 1-9* h + v-4-*/ U;l/) 
7x^H »7l/Tx N- (3-y h+->7x-^) -N' - {4- [ (6, 7- 
>>y h+i/-4-+y^l/) >t-+v/] 7x^;H ^U7\ N- (4-^ h*S/7 

-N' - {4- [ (6. 1-9* Y*r9-4-*JV)V) 7x 
-M -7U7x N— (2-7Mn7x-;l/) -N' - {4- [ (6. 1-9/ 
h + '>-4-+y'J>»U) 7x-;H N- (3-7^D7x- 

;b) — n' - {4- [ (6, 7-vM h+i/-4-+yj;i/) y^-M 

-7U7> N- (4-7;l/tn7x-;« -N' - {4- [ (6, 7-vV h*-> 
-4-*y'J;lO 7x^1/} 7l/7^ N- (4-7tf;l,7iZ;|/) - 

N' - {4- [(6, 7-^^ h*->-4-*y'J^) 7x^} -7U 

Tx N- {4- C (6. 7- v 5 ^ h+S/-4-+y 7x;;H - 
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N' -n-^n t°;U^UT. N-n-7^;l/-N' - {4- C (6, 

+ ->-4- + ;'J;l/) 7x-WI/7^ N- (2-7;l/tD7x^l/) 

— N' - {4- [ (6, 7-9V h + y-4-+^^U-;b) 7x_;K 
7b7, N- (2-^ h + ->7x-^) — N' - {4- [ (6, h + -> 

7x-i) 7 1/7, N— (3-^ h*->7x^) 
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